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What we claim is: 

1. A compound having the Formula (I): 




J (I) 

or a pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of hydrido, halo, hydroxy, 
hydroxyalkyl, amino, aminoalkyl, cyano, alkyl, alkenyl, haloalkyl, haloalkenyl, 
carboxy, carboxyalkyl, carboalkoxy, amidocarbonyl, acyl, phosphono, sulfo, O- 

6 6 6 6 6 6 

R , NH-R , S-R ,S(0)-R , and S(0) 2 -R , wherein R is selected from the 

group consisting of alkyl, alkenyl, aryl, heteroaryl, aralkyl, heteroaralkyl, 
haloalkyl, haloalkenyl, acyl, aroyl, and heteroaroyl; 
B is formula (V): 

f 4 



I 



R 



32/ 



T 



,35 



>36 



(V) 



12 12 1 
wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 12 1 
than one is a covalent bond, no more than one of D , D , J , j and K is O, 

12 12 1 12 12 1 

no more than one of D , D ,J , J and K is S, one of D , D ,J ,J and K 

1 2 1 ^2 1 
must be a covalent bond when two of D , D ,J , J and K are O and S, and 
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no more than four of D , D , J , J and K are N with the proviso that R , 

3 3 3 ^\ 3 «3 
R , R , R , and R are each independently selected to maintain the 

tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 
sulfur, and the divalent nature of oxygen; 

32 33 34 35 36 b 

R , R , R , R , and R are independently selected to be Q ; 

9 10 11 12 13 16 17 18 19 32 33 34 35 
R , R , R , R ,R ,R ,R ,R ,R ,R ,R ,R ,R ,and 

36 

R are independently selected from the group consisting of hydrido, amidino, 

guanidino, dialkylsulfonium, trialkylphosphonium, dialkylsulfoniumalkyl, 
carboxy, heteroaralkylthio, heteroaralkoxy, cycloalkylamino, acylalkyl, 
acylalkoxy, aryloylalkoxy, heterocyclyloxy, aralkylaryl, aralkyl, aralkenyl, 
aralkynyl, heterocyclyl, perhaloaralkyl, aralkylsulfonyl, aralkylsulfonylalkyl, 
aralkylsulfinyl, aralkylsulfinylalkyl, halocycloalkyl, halocycloalkenyl, 
cycloalkylsulfinyl, cycloalkylsulfinylalkyl, cycloalkylsulfonyl, 
cycloalkylsulfonylalkyl, heteroarylamino, N-heteroarylamino-N-alkyl amino, 
heteroarylaminoalkyl, haloalkylthio, alkanoyloxy, alkoxy, alkoxyalkyl, 
haloalkoxylalkyl, heteroaralkoxy, cycloalkoxy, cycloalkenyloxy, 
cycloalkoxyalkyl, cycloalkylalkoxy, cycloalkenyloxyalkyl, cycloalkylenedioxy, 
halocycloalkoxy, halocycloalkoxyalkyl, halocycloalkenyloxy, 
halocycloalkenyloxyalkyl, hydroxy, amino, alkoxyamino, thio, nitro, lower 
alkylamino, alkylthio, alkylthioalkyl, arylamino, aralkylamino, arylthio, 
arylthioalkyl, heteroaralkoxyalkyl, alkylsulfinyl, alkylsulfinylalkyl, 
arylsulfinylalkyl, arylsulfonylalkyl, heteroarylsulfinylalkyl, 
heteroarylsulfonylalkyl, alkylsulfonyl, alkylsulfonylalkyl, 
haloalkylsulfinylalkyl, haloalkylsulfonylalkyl, alkylsulfonamido, 
alkylaminosulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, monoarylamidosulfonyl, arylsulfonamido, diarylamidosulfonyl, 
monoalkyl monoaryl amidosulfonyl, arylsulfinyl, arylsulfonyl, heteroarylthio, 
heteroarylsulfinyl, heteroarylsulfonyl, heterocyclylsulfonyl, heterocyclylthio, 
alkanoyl, alkenoyl, aroyl, heteroaroyl, aralkanoyl, heteroaralkanoyl, 
haloalkanoyl, alkyl, alkenyl, alkynyl, alkenyloxy, alkenyloxyalky, 
alkylenedioxy, haloalkylenedioxy, cycloalkyl, cycloalkylalkanoyl, 
cycloalkenyl, lower cycloalkylalkyl, lower cycloalkenylalkyl, halo, haloalkyl, 
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haloalkenyl, haloalkoxy, hydroxyhaloalkyl, hydroxyaralkyl, hydroxyalkyl, 
aminoalkyl, hydoxyheteroaralkyl, haloalkoxyalkyl, aryl, aralkyl, aryloxy, 
aralkoxy, aryloxyalkyl, saturated heterocyclyl, partially saturated heterocyclyl, 
heteroaryl, heteroaryloxy, heteroaryloxyalkyl, arylalkyl, heteroarylalkyl, 
5 arylalkenyl, heteroarylalkenyl, carboxyalkyl, carboalkoxy, alkoxycarboxamido, 
alkylamidocarbonylamido, arylamidocarbonylamido, carboalkoxy alky 1, 
carboalkoxy alkenyl, carboaralkoxy, carboxamido, carboxamidoalkyl, cyano, 
carbohaloalkoxy, phosphono, phosphonoalkyl, di aralkoxy phosphono, and 
di aral koxyphosphonoal ky 1 ; 

10 R 32 and R 33 , R 33 and R 34 , R 34 and R 35 , and R 35 and R 36 

substituent pairs are independently selected to form a spacer pair wherein a 
spacer pair is taken together to form a linear moiety having from 3 through 6 
contiguous atoms connecting the points of bonding of said spacer pair 
members to form a ring selected from the group consisting of a cycloalkenyl 
15 ring having 5 through 8 contiguous members, a partially saturated heterocyclyl 
ring having 5 through 8 contiguous members, a heteroaryl ring having 5 
through 6 contiguous members, and an aryl with the proviso that no more than 

one of the group consisting of spacer pairs R and R , R and R , R 

35 35 36 

and R , and R and R are used at the same time; 

20 R 9 and R 10 , R 10 and R 1 \ R 1 1 and R 12 , and R 12 and R 13 spacer 

pairs are independently selected to form a spacer pair wherein a spacer pair is 
taken together to form a linear moiety having from 3 through 6 contiguous 
atoms connecting the points of bonding of said spacer pair members to form a 
ring selected from the group consisting of a cycloalkenyl ring having 5 through 
25 8 contiguous members, a partially saturated heterocyclyl ring having 5 through 
8 contiguous members, a heteroaryl ring having 5 through 6 contiguous 
members, and an aryl with the proviso that no more than one of the group 

consisting of spacer pairs R 9 and R*°, R*° and R* \ R 1 1 and R 12 , and R 12 
13 

and R is used at the same time; 
30 B is formula (VI): 
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R 32 — D 3 



R 34 



\ - "4 



t 



(VI) 



3 4 3 4 

wherein D , D , J , and J are independently selected from the group 

3 4 3 4 

consisting of C, N, O, and S, no more than one of D , D , J , and J is O, no 

3 4 3 4 1 2 1 

more than one of D , D ,J ,andJ is S, and no more than three of D , D ,J , 

2 32 33 34 35 

5 and J are N with the proviso that R , R , R , and R are each 

independently selected to maintain the tetravalent nature of carbon, trivalent 
nature of nitrogen, the divalent nature of sulfur, and the divalent nature of 
oxygen; 

B is selected from the group consisting of C3-C8 alkyl, C3-C8 alkenyl, 
1 0 C3-C8 alkynyl, C3-C8 haloalkyl, and C3-C8 haloalkenyl wherein each member 
of group B may be optionally substituted at any carbon up to and including 6 
atoms from the point of attachment of B to A with one or more of the group 

consisting of R32, R331 1*34, R35, and R36' 

B is selected from the group consisting of C3-C10 cycloalkyl, C5-C10 
15 cycloalkenyl, C4-C9 saturated heterocyclyl, and C4-C9 partially saturated 

heterocyclyl, wherein each ring carbon may be optionally substituted with R33, 

a ring carbon other than the ring carbon at the point of attachment of B to A 
may be optionally substituted with oxo provided that no more than one ring 
carbon is substituted by oxo at the same time, ring carbon and nitrogen atoms 
2 0 adjacent to the carbon atom at the point of attachment may be optionally 

substituted with R9 or R13, a ring carbon or nitrogen atom adjacent to the R9 

position and two atoms from the point of attachment may be substituted with 

Rjq, a ring carbon or nitrogen atom adjacent to the Rj3 position and two atoms 
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from the point of attachment may be substituted with R 12 , a rin § carbon or 

nitrogen atom three atoms from the point of attachment and adjacent to the R 10 

position may be substituted with j, a ring carbon or nitrogen atom three 

atoms from the point of attachment and adjacent to the R 12 position may be 

5 substituted with R33, and a ring carbon or nitrogen atom four atoms from the 

point of attachment and adjacent to the Rj j and R33 positions may be 

substituted with R34; 

A is selected from the group consisting of single covalent bond, 
(W 7 ) rr -(CH(R 15 )) pa and (CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer 

7 

1 0 selected from 0 through 1 , pa is an integer selected from 0 through 6, and W 
is selected from the group consisting of O, S, C(O), C(S), C(0)S, C(S)0, 
C(0)N(R 7 ), C(S)N(R 7 ), (R 7 )NC(0), (R 7 )NC(S), S(O), S(0) 2 , S(0) 2 N(R 7 ), 

H 7 7 8 

(R )NS(0) 2 , Se(O), Se(0) 2 , Se(0) 2 N(R ), (R )NSe(0) 2 , P(0)(R ), 

N(R 7 )P(0)(R 8 ), P(0)(R 8 )N(R 7 ), C(NR 7 )N(R 7 ), (R ? )NC(NR 7 ), and N(R ? ) 
15 with the proviso that no more than one of the group consisting of rr and pa are 

0 at the same time; 

7 8 

R and R are independently selected from the group consisting of 

hydrido, hydroxy, alkyl, alkenyl, aryl, aralkyl, aryloxy, alkoxy, alkenyloxy, 
alkylthio, alkylamino, arylthio, arylamino, acyl, aroyl, heteroaroyl, aralkoxyalkyl, 
2 0 heteroaralkoxyalkyl, , aryloxyalkyl, alkoxyalkyl, alkenyloxy alkyl, alkylthioalkyl, 
arylthioalkyl, aralkoxyalkyl, heteroaralkoxyalkyl, alkylsulfinylalkyl, 
alkylsulfonylalkyl, heteroaryl, heteroaryloxy, heteroarylamino, heteroaralkyl, 
heteroaralkyloxy, heteroaralkylamino, and heteroaryloxy alkyl; 

R 14 , R 15 , R 37 , R 38 , R 39 , R 40 , R 41 and R 42 are independently selected 

25 from the group consisting of hydrido, hydroxy, halo, cyano, aryloxy, amino, 
alkylamino, dialkylamino, hydroxyalkyl, aminoalkyl, acyl, aroyl, heteroaroyl, 
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heteroaryloxyalkyl, sulfhydryl, acylamido, alkoxy, alkylthio, arylthio, alkyl, 
alkenyl, alkynyl, aryl, aralkyl, aryloxyalkyl, aralkoxyalkylalkoxy, 
alkylsulfmylalkyl, alkylsulfonylalkyl, aralkyl thioalkyl, heteroaralkoxythioalkyl, 
alkoxyalkyl, heteroaryloxyalkyl, alkenyloxyalkyl, alkylthioalkyl, arylthioalkyl, 
cycloalkyl, cycloalkylalkyl, cycloalkylalkenyl, cycloalkenyl, cycloalkenylalkyl, 
haloalkyl, haloalkenyl, halocycloalkyl, halocycloalkenyl, haloalkoxy, 
haloalkoxy alkyl, haloalkenyloxyalkyl, halocycloalkoxy, halocycloalkoxyalkyl, 
halocycloalkenyloxyalkyl, saturated heterocyclyl, partially saturated 
heterocyclyl, heteroaryl, heteroarylalkyl, heteroarylthioalkyl, 
heteroaralkylthioalkyl, monocarboalkoxyalkyl, dicarboalkoxyalkyl, 
monocyanoalkyl, dicyanoalkyl, carboalkoxycyanoalkyl, alkylsulfinyl, 
alkylsulfonyl, haloalkylsulfinyl, haloalkylsulfonyl, arylsulfinyl, 
arylsulfinylalkyl, arylsulfonyl, arylsulfonylalkyl, aralkylsulfinyl, 
aralkylsulfonyl, cycloalkylsulfinyl, cycloalkylsulfonyl, cycloalkylsulfinylalkyl, 
cy cloal ky 1 suf ony 1 alky 1 , heteroaryl sulf ony 1 al ky 1 , heteroaryl sulf ny 1 , 
heteroarylsulfonyl, heteroarylsulfinylalkyl, aralkylsulfinylalkyl, 
aralkylsulfonylalkyl, carboxy, carboxyalkyl, carboalkoxy, carboxamide, 
carboxamidoalkyl, carboaralkoxy, trialkylsilyl, dialkoxyphosphono, 
diaralkoxyphosphono, dialkoxyphosphonoalkyl, and 

37 38 

diaralkoxyphosphonoalkyl with the proviso that R and R are 

independently selected from an acyl other than formyl ; 
14 14 

R and R , when bonded to different carbons, are taken together to 

form a group selected from the group consisting of covalent bond, alkylene, 
haloalkylene, and a linear moiety spacer selected to form a ring selected from 
the group consisting of cycloalkyl ring having from 5 through 8 contiguous 
members, cycloalkenyl ring having from 5 through 8 contiguous members, and 
a heterocyclyl having from 5 through 8 contiguous members; 
14 15 

R and R , when bonded to different carbons, are taken together to 

form a group selected from the group consisting of covalent bond, alkylene, 
haloalkylene, and a linear moiety spacer selected to form a ring selected from 
the group consisting of a cycloalkyl ring having from 5 through 8 contiguous 
members, a cycloalkenyl ring having from 5 through 8 contiguous members, 
and a heterocyclyl having from 5 through 8 contiguous members; 
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R and R , when bonded to different carbons, are taken together to 

form a group selected from the group consisting of covalent bond, alkylene, 
haloalkylene, and a linear moiety spacer selected to form a ring selected from 
the group consisting of cycloalkyl ring having from 5 through 8 contiguous 
members, cycloalkenyl ring having from 5 through 8 contiguous members, and 
a heterocyclyl having from 5 through 8 contiguous members; 

VP is selected from the group consisting of NR , O, C(O), C(S), S, 

e 8 39 40 

S(O), S(0) 2 , ON(R ), P(0)(R ), and CR R with the provisos that V is 

selected from other than NR 5 , O, S, S(O), and S(0) 2 unless any two of X°, R 2 , 

R 1 , and J are other than hydrido, or that VP is selected from other than O, 
unless A is selected from other than methylene when B is phenyl, that V is 
selected from other than C(O), unless A is selected from other than 
methyleneoxy when B is phenyl, or that V is selected from other than NH 
unless A is selected from other than a single covalent bond when B is acyl, or 
that W is selected from other than NH unless A is selected from other than 

S(O) or S(0) 2 when B is phenyl; 

R 5 is selected from the group consisting of hydrido, alkyl, alkenyl, 

alkynyl, aryl, aralkyl, aryloxy, alkoxy, alkenyloxy, alkylthio, arylthio, 
aralkoxyalkyl, heteroaralkoxy alkyl, aryloxyalkyl, alkoxyalkyl, alkenyloxy alkyl, 
alkylthioalkyl, arylthioalkyl, aralkoxyalkyl, heteroaralkoxy alkyl, 
alkylsulfinylalkyl, alkylsulfonylalkyl, cycloalkyl, cycloalkylalkyl, 
cycloalkylalkenyl, cycloalkenyl, cycloalkenylalkyl, haloalkyl, haloalkenyl, 
halocycloalkyl, halocycloalkenyl, haloalkoxyalkyl, haloalkenyloxyalkyl, 
halocycloalkoxyalkyl, halocycloalkenyloxyalkyl, heteroaryl, heteroarylalkyl, 
monocarboalkoxyalkyl, monocarboalkoxy, dicarboalkoxyalkyl, 
monocarboxamido, monocyanoalkyl, dicyanoalkyl, carboalkoxycyanoalkyl, 
acyl, aroyl, heteroaroyl, heteroaryloxyalkyl, and dialkoxyphosphonoalkyl; 

R 39 and R 40 , when bonded to the same carbon, are taken together to 

form a group selected from a group consisting of oxo, thiono, R -N, alkylene, 
haloalkylene, and a linear moiety spacer having from 2 through 7 contiguous 
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atoms to form a ring selected from the group consisting of a cycloalkyl ring 
having from 3 through 8 contiguous members, a cycloalkenyl ring having from 
3 through 8 contiguous members, and a heterocyclyl ring having from 3 
through 8 contiguous members; 

X°, R 2 and R 1 are independently selected from the group consisting of 

Z°-Q, hydrido, alkyl, alkenyl, and halo; 

X°, R 2 and R 1 are independently selected from the group consisting of 
amidino, guanidino, dialkylsulfonium, trialkylphosphonium, 
dialkylsulfoniumalkyl, heteroarylamino, amino, nitro, alkylamino, arylamino, 
aralkylamino, alkanoyl, alkenoyl, aroyl, heteroaroyl, aralkanoyl, 
heteroaralkanoyl, haloalkanoyl, hydroxyhaloalkyl, cyano, and phosphono; 

X° and R 1 are taken together to form a spacer pair wherein the spacer 
pair forms a linear moiety having from 3 through 6 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a ring 
selected from the group consisting of a cycloalkenyl ring having from 5 
through 8 contiguous members and a partially saturated heterocyclyl ring 
having from 5 through 8 contiguous members with the proviso that no more 

than one of the group consisting of spacer pair X and R and spacer pair R 
and R 1 is used at the same time; 

and R are taken together to form a spacer pair wherein the spacer 

pair forms a linear spacer moiety having from 2 through 5 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a 
heterocyclyl ring having from 5 through 8 contiguous members; 
o 39 

X and R are taken together to form a spacer pair wherein the spacer 

pair forms a linear spacer moiety having from 2 through 5 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a 
heterocyclyl ring having from 5 through 8 contiguous members; 
o 40 

X and R are taken together to form a spacer pair wherein the spacer 

pair forms a linear spacer moiety having from 2 through 5 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a 
heterocyclyl ring having from 5 through 8 contiguous members; 
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X° is selected to form a linear moiety having from 2 through 5 
contiguous atoms linked to the points of bonding of both R 39 and R 40 to form 

a heterocyclyl ring having from 5 through 8 contiguous members; 
2 1 

R and R are taken together to form a spacer pair wherein the spacer 
pair forms a linear moiety having from 3 through 6 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a ring 
selected from the group consisting of a cycloalkenyl ring having from 5 
through 8 contiguous members and a partially saturated heterocyclyl ring 
having from 5 through 8 contiguous members with the proviso that no more 

than one of the group consisting of spacer pair X° and R 1 and spacer pair R 2 
and R* is used at the same time ; 

X° and R 1 and R 2 and R 1 spacer pairs are selected independently 
to be -W=X-Y=Z- forming a ring selected from the group consisting of a 
heteroaryl ring having from 5 through 6 contiguous members and an aryl with 
the proviso that no more than one of the group consisting of spacer pair X° and 

1 2 1 

R and spacer pair R^ and R x is used at the same time; 

W, X, Y, and Z are independently selected from the group consisting of 
9 10 

C(R ), N, N(R ), O, S and a covalent bond with the provisos that W, X, Y, and 

Z are independently selected to be a covalent bond when one of W, X, Y, and Z 
is selected from the group consisting of O and S, no more than one of W, X, Y, 
and Z is selected from the group consisting of O and S, no more than three of 

W, X, Y, and Z are selected from the group consisting of N and N(R^), and 
9 10 

C(R ), N, N(R ), O, and S are independently selected to maintain the 

tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 
sulfur, the divalent nature of oxygen, and the aromaticity of the ring; 

R 2 and R 4a , R 2 and R 4b , R 2 and R 14 , and R 2 and R 15 spacer pairs are 
independently selected to form spacer pairs wherein a spacer pair is taken 
together to form a linear moiety having from 2 through 5 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a 
heterocyclyl ring having from 5 through 8 contiguous members with the 
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proviso that no more than one of the group of spacer pairs consisting of R 2 and 
R a , R 2 and R , R 2 and R 14 , and R 2 and R 15 is used at the same time: 
2 

R is independently selected to form a linear moiety having from 2 

through 5 contiguous atoms linked to the points of bonding of both R 4a and 
4b 

R to form a heterocyclyl ring having from 5 through 8 contiguous members; 
Z° is selected from the group consisting of covalent single bond, 

(CR 41 R 42 ) q wherein q is an integer selected from 1 through 6, (CH(R 41 )) - 
o 42 

W -(CH(R )) p wherein g and p are integers independently selected from 0 
through 3 and W° is selected from the group consisting of O, S, C(O), C(S), 
C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 41 ), (R 41 )NC(0), C(S)N(R 41 ), 
(R 41 )NC(S), OC(0)N(R 41 ), (R 41 )NC(0)0, SC(S)N(R 41 ), (R 41 )NC(S)S, 
SC(0)N(R 41 ), (R 41 )NC(0)S, OC(S)N(R 41 ), (R 41 )NC(S)0, 

N(R 42 )C(0)N(R 41 ), (R 41 )NC(0)N(R 42 ), N(R 42 )C(S)N(R 41 ), 

41 42 41 A\ 

(R )NC(S)N(R ),S(0),S(0) 2 ,S(0) 2 N(R^ 1 ),N(R^ 1 )S(0) 2 ,Se,Se(0), 

Se(0) 2 , Se(0) 2 N(R 41 ), N(R 41 )Se(0) 2 , P(0)(R 8 ), N(R 7 )P(0)(R 8 ), 

P(0)(R 8 )N(R ? ), N(R 41 ), ON(R 41 ), and SiR^R 29 , and (CH(R 41 )) e -W 2 - 
42 

(CH(R )) h wherein e and h are integers independently selected from 0 

through 2 and w 2 is selected from the group consisting of CR 41 =CR 42 , 
41 42 

CR R =C; vinylidene), and ethynylidene (OC; 1,2-ethynyl), with the 
41 42 

provisos that R and R are selected from other than halo and cyano when 
directly bonded to N and Z° is directly bonded to the benzene ring, that W° is 
selected, wherein g is 0, from other than NHS(0) 2 CH 2 aryl or N(R 41 ) unless 



251 



R 41 is selected from other than hydrido, alkyl, or aralkylsulfonyl, and Z° is 
selected from other than OC(O), C(0)N(H), and (H)NC(O), unless Q is 
selected from other than phenyl, 2-furyl, 2-thienyl, 4-thiazolyl, 2-pyndyl, 2- 
naphthyl, l,2-dihydrobenzofuran-5-yl, l,2-dihydrobenzofuran-6-yl, or 
l,2benzisoxazol-6-yl , or X° is selected from other than hydrido, halo, or 
methyl, or R 1 is selected from other than hydrido, fluoro, hydroxy, acetoxy, 
propanoyloxy, 2-carboxyacetoxy, 23 or 4-carboxypropanoyloxy, benzoyloxy, 
methyl, or methoxy; 

R 28 and R 29 are independently selected from the group consisting of 
hydrido, hydroxyalkyl, alkyl, alkenyl, alkynyl, aryl, aralkyl, aryloxyalkyl, acyl, aroyl, 
aralkanoyl, heteroaroyl, aralkoxy alkyl, alkylsulfinylalkyl, alkylsulfonylalkyl, 
aralkylthioalkyl, heteroaralkylthioalkyl, alkoxyalkyl, heteroaryloxyalkyl, 
alkenyloxyalkyl, alkylthioalkyl, arylthioalkyl, cycloalkyl, cycloalkylalkyl, 
cycloalkylalkenyl, cycloalkenyl, cycloalkenylalkyl, haloalkyl, haloalkenyl, 
halocycloalkyl, halocycloalkenyl, haloalkoxyalkyl, haloalkenyloxyalkyl, 
halocycloalkoxy, halocycloalkoxyalkyl, halocycloalkenyloxyalkyl, perhaloaryl 
perhaloaralkyl, perhaloaryloxyalkyl, heteroaryl, heteroarylalkyl, heteroarylthaoalkyl, 
heteroaralkylthioalkyl, cyanoalkyl, dicyanoalkyl, carboxarmdoalkyl, 
dicarboxamidoalkyl, cyanocarboalkoxyalkyl, carboalkoxy alkyl, dicarboalkoxyalkyl, 
cyanocycloalkyl,dicyanocycloalkyl,carboxamidocycloalkyl, 
dicarboxamidocycloalkyl, carboalkoxycyanocycloalkyl, carboalkoxycycloalkyl 
dicarboalkoxycycloalkyl, formylalkyl, acylalkyl, arylsulfmylalkyl, arylsulfonylalkyl, 
aralkylsulfinyl, cycloalkylsulfinylalkyl, cycloalkylsufonylalkyl, 
heteroarylsulfonylalkyl, heteroarylsulfinylalkyl, aralkylsulfinylalkyl, 
aralkylsulfonylalkyl, carboxy, dialkoxyphosphono, diaralkoxyphosphono, 
dialkoxyphosphonoalkyl and diaralkoxyphosphonoalkyl; 

R 28 and R 29 are taken together to form a linear moiety spacer having 
from 2 through 7 contiguous atoms and forming a ring selected from the group 
consisting of a cycloalkyl ring having from 3 through 8 contiguous members, a 
3 cycloalkenyl ring having from 3 through 8 contiguous members, and a 
heterocyclyl ring having from 3 through 8 contiguous members; 
Q is formula (II): 
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R 9/ Dl \^ D \ R 13 



(ID 

1 „2 1 2 ,„l 



wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 1.21. 
than one is a covalent bond, no more than one of D , D , J , J and K is O, 

5 no more than one of D 1 , D 2 , J 1 , J 2 and K* is S, one of D 1 ,D 2 ,J 1 ,J 2 and K 1 

12 12 1 
must be a covalent bond when two of D ,D ,J ,J and K are O and S, and 

no more than four of D 1 , T? \ J 1 , J 2 and K* are N, with the proviso that R 9 , 
r 10 , r 1 1 1 R 12 , and R 13 are each independently selected to maintain the 
tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 
1 0 sulfur, and the divalent nature of oxygen; 
Q is formula (III): 
,10 



R- 



J ^ 4^ 



R 

\ ^4 



t 



•n- D \ r12 



Z (III) 

wherein D 3 , D 4 , J 3 , and J 4 are independently selected from the group 

3 4 3 4 

consisting of C,N,0, andS.no more than one of D ,D ,J ,andJ isO.no 
15 more than one of D 3 , D*. P, and J 4 is S, and no more than three of D 1 , D 2 , J 1 , 
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and J are N with the proviso that R ,R ,R , and R are each 
independently selected to maintain the tetravalent nature of carbon, trivalent 
nature of nitrogen, the divalent nature of sulfur, and the divalent nature of 
oxygen; 

Q is selected from the group consisting of alkyl, alkoxy, alkylamino, 
alkylthio, haloalkylthio, alkenyl, alkynyl, saturated heterocyclyl, partially 
saturated heterocyclyl, acyl, aroyl, heteroaroyl, cycloalkyl, cycloalkylalkyl, 
cycloalkenyl, cycloalkenylalkyl, cycloalkylalkenyl, haloalkyl, haloalkoxy, 
haloalkenyl, halocycloalkyl, halocycloalkenyl, haloalkoxyalkyl, 
haloalkenyloxyalkyl, halocycloalkoxyalkyl, and halocycloalkenyloxyalkyl with 
the proviso that Q is selected from other than than alkyl or alkenyl unless any 

one of X°, R 1 , and J are other than hydrido; 

K is (CR 4a R 4b ) n wherein n is an integer selected from 1 through 4; 
R 4a and R 4b are independently selected from the group consisting of 

halo, hydrido, hydroxy, cyano, hydroxyalkyl, alkyl, alkenyl, aryl, aralkyl, 
aralkoxyalkyl, aryloxyalkyl, alkoxyalkyl, heteroaryloxyalkyl, alkenyloxyalkyl, 
alkylthioalkyl, aralkylthioalkyl, arylthioalkyl, cycloalkyl, cycloalkylalkyl, 
haloalkyl, haloalkenyl, heteroaryl, heteroarylalkyl, heteroarylthioalkyl, 
heteroaralkylthioalkyl, cyanoalkyl, alkylsulfinylalkyl, alkylsulfonylalkyl, 
haloalkylsulfinyl, arylsulfinylalkyl, arylsulfonylalkyl, heteroarylsulfonylalkyl, 
heteroarylsulfinylalkyl, aralkylsulfinylalkyl, and aralkylsulfonylalkyl; 

R 4a and R 4l> , when bonded to the same carbon, are taken together to 

form a group selected from the group consisting of oxo, thiono, and a linear 
spacer moiety having from 2 through 7 contiguous atoms connected to form a 
ring selected from the group consisting of a cycloalkyl ring having 3 through 8 
contiguous members, a cycloalkenyl ring having 5 through 8 contiguous 
members, and a heterocyclyl ring having 5 through 8 contiguous members; 

E° is E 1 , when K is (CR 4a R 4b ) n , wherein E 1 is selected from the group 

consisting of a covalent single bond, O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, 

C(S)S, C(0)N(R ? ), (R ? )NC(0), C(S)N(R ? ), (R ? )NC(S), OC(0)N(R ? ), 
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(R 7 )NC(0)0, SC(S)N(R ? ), (R ? )NC(S)S, SC(0)N(R ? ), (R ? )NC(0)S, 

q 7 7 8 

OC(S)N(R 7 ),(R ? )NC(S)0,N(R )C(0)N(R ),(R )NC(0)N(R ), 

N(R 8 )C(S)N(R 7 ), (R ? )NC(S)N(R 8 ), S(O), S(0) 2 , S(0) 2 N(R 7 ), N(R 7 )S(0) 2 , 

-7 7 7 

S(0) 2 N(R )C(0), C(0)N(R )S(0) 2 , Se, Se(O), Se(0) 2 , Se(0) 2 N(R ), 

N(R ? )Se(0) 2 , P(0)(R 8 ), N(R ? )P(0)(R 8 ), P(0)(R 8 )N(R 7 ), N(R ? ), ON(R ? ), 

SiR 28 R 29 , CR 4a =CR 4t> , ethynylidene (OC; 1,2-ethynyl), and C=CR 43 R 4b ; 

K is (CH(R 14 ))j-T wherein j is selected from a integer from 0 through 

3 and T is selected from the group consisting of single covalent bond, O, S, and 

7 14 
N(R ) with the proviso that (CH(R ))j is bonded to the phenyl nng; 

E° is E 2 , when K is (CH(R ))j-T, wherein E is selected from the 
group consisting of a covalent single bond, C(O), C(S), C(0)0, C(S)0, C(0)S, 
C(S)S, C(0)N(R ? ), (R ? )NC(0), C(S)N(R ? ), (R ? )NC(S), (R ? )NC(0)0, 

(R 7 )NC(S)S, (R ? )NC(0)S, (R ? )NC(S)0, N(R 8 )C(0)N(R ? ), 

(R 7 )NC(0)N(R 8 ), N(R 8 )C(S)N(R ? ), (R ? )NC(S)N(R 8 ), S(O), S(0) 2 , 

S(0) 2 N(R ? ), N(R 7 )S(0) 2 , S(0) 2 N(H)C(0), C(0)N(H)S(0) 2 , Se(O), 

Se(0) 2 , Se(0) 2 N(R ? ), N(R ? )Se(0) 2 , P(0)(R 8 ), N(R ? )P(0)(R 8 ), 

P(0)(R 8 )N(R 7 ), and N(R ? ); 

K is G-(CH(R 15 )) k wherein k is selected from an integer from 1 

7 

through 3 and G is selected from the group consisting of O, S, and N(R ) with 
the proviso that R 15 is other than hydroxy, cyano, halo, amino, alkylamino, 
dialkylamino, and sulfhydryl when k is 1; 

•a 15 3 

E° is E when K is G-(CH(R )) k wherein E is selected from the 
group consisting of a covalent single bond, O, S, C(O), C(S), C(0)0, C(S)0, 
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C(0)S, C(S)S, C(OW(R ? ), (R 7 )NC(0), C(S)N(R 7 ), (R 7 )NC(S), 

OC(0)N(R ? ), (R 7 )NC(0)0, SC(S)N(R 7 ),(R 7 )NC(S)S, SC(0)N(R ? ), 

(R 7 )NC(0)S, OC(S)N(R 7 ), (R ? )NC(S)0, N(R 8 )C(0)N(R 7 ), 

(R 7 )NC(0)N(R 8 ), N(R 8 )C(S)N(R ? ), (R 7 )NC(S)N(R 8 ), S(O), S(0) 2 , 

7 7 

S(0) 2 N(R 7 ),N(R 7 )S(0) 2 ,Se,Se(0),Se(0) 2) Se(0) 2 N(R ), N(R )Se(0) 2 , 

P(0)(R 8 ), N(R ? )P(0)(R 8 ), P(0)(R 8 )N(R 7 ), N(R ? ), ON(R ? ), SiR 28 R 29 

4a 4b 

CR =CR , ethynylidene (C=C; 1 ,2-ethynyl), and C=CR R ; 
Y° is formula (IV): 




,R 18 



R xt> K z 



Q b (IV) 

10 wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 
than one is a covalent bond, K 2 is independently selected from the group 
consisting of C, and N + , no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more 
than one of D 5 , D 6 , J 5 , and J 6 is S, one of D"\ D 6 J 5 , and J 6 must be a 

1 5 covalent bond when two of D 5 , D 6 , J 5 , and J 6 are O and S, no more than three 

of D 5 , D 6 , J 5 , and J 6 are N when K 2 is N + , and no more than four of D 5 , D , 

16 17 18 

J 5 , and J 6 are N when K 2 is carbon with the provi sos that R , R , R , and 
R 19 are each independently selected to maintain the tetravalent nature of carbon, 
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trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent nature 
of oxygen; 

16 17 

R and R are independently taken together to form a linear moiety 

spacer having from 3 through 6 contiguous atoms connected to form a ring 
5 selected from the group consisting of a cycloalkenyl ring having from 5 

through 8 contiguous members, a partially saturated heterocyclyl ring having 
from 5 through 8 contiguous members, a heteroaryl having from 5 through 6 
contiguous members, and an aryl; 

R and R are independently taken together to form a linear moiety 

1 0 spacer having from 3 through 6 contiguous atoms connected to form a ring 
selected from the group consisting of a cycloalkenyl ring having from 5 
through 8 contiguous members, a partially saturated heterocyclyl ring having 
from 5 through 8 contiguous members, a heteroaryl having from 5 through 6 
contiguous members, and an aryl; 

b 20 21 + 20 21 22 

15 Q is selected from the group consisting of NR R , NR R R , 



oxy, alkyl, alkylaminoalkyl, aminoalkyl, dialkylsulfoniumalkyl, and acylamino 
20 21 22 

wherein R , R , and R are independently selected from the group 
consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 

20 

aminoalkyl, and hydroxyalkyl with the provisos that no more than one of R , 
21 22 

20 R , and R is hydroxy, alkoxy, alkylamino, amino, and dialkylamino and that 
20 21 22 

R , R , and R must be other than be hydroxy, alkoxy, alkylamino, amino, 

2 + 

and dialkylamino when K is N ; 

20 21 20 22 21 22 

R and R , R and R , and R and R pairs are independently 

selected to form a spacer pair wherein a spacer pair is taken together to form a 
2 5 linear moiety having from 4 through 7 contiguous atoms connecting the points 
of bonding of said spacer pair members to form a heterocyclyl ring having 5 
through 8 contiguous members with the proviso that no more than one of the 

20 21 20 22 21 22 
group consisting of spacer pairs R and R , R and R , and R and R 

is used at the same time; 
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26 23 24 

Q b is selected from the group consisting of N(R )S0 2 N(R )(R ), 

N(R 26 )C(0)OR 5 N(R 26 )C(0)SR 5 N(R 26 )C(S)OR 5 and N(R 26 )C(S)SR 5 

23 24 26 

with the proviso that no more than one of R , R , and R are hydroxy, 
alkoxy, alkylamino, amino, or dialkylamino when two of the group consisting 
of R 23 , R 24 , and R 26 are bonded to the same atom; 

Q b is selected from the group consisting of dialkylsulfonium, 

trialkylphosphonium, C(NR 25 )NR 23 R 24 , N(R 2 ^)C(NR 2 ^)N(R 23 )(R 24 ), 
26 _23_24 26^, CXXI , I1 23 VD 24, ^ M1? 25^ nR 5 



N(R 26 )C(0)N(R 23 )(R ), N(R Z °)C(S)N(R )(R ), C(NR )OR , 
C(0)N(R 26 )C(NR 25 )N(R 23 )(R 24 ),C(S)N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 

10 N(R 26 )N(R 26 )C(NR 25 )N(R 23 )(R 24 ), N(R 26 )N(R 26 )S0 2 N(R 23 )(R 24 ), 

_ _ < 0% OA 23 24 

C(NR )SR , C(0)NR R , and C(0)NR R with the provisos that no 

more than one of R , R , and R is hydroxy, alkoxy, alkylamino, amino, or 

23 24 26 

dialkylamino when two of the group consisting of R ,R , and R are 
bonded to the same atom and that said Q b group is bonded directly to a carbon 
1 5 atom; 

R 23 , R 24 , R 25 , and R 26 are independently selected from the group 
consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 
aminoalkyl, and hydroxyalkyl; 

R 23 and R 24 are taken together to form a linear spacer moiety having 
2 0 from 4 through 7 contiguous atoms connecting the points of bonding to form a 
heterocyclyl ring having 5 through 8 contiguous members; 

R 23 and R 25 R 24 and R 25 ^ and R 26 R 24 and R 26 and R 23 and R 26 
pairs are independently selected to form a spacer pair wherein a spacer pair is taken 
together from the points of bonding of selected spacer pair members to form the 
2 5 group L-U-V wherein L, U, and V are independently selected from the group 
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31 30 30 

consisting of 0,S,C(0),C(S),C(J H ) 2 S(0),S0 2 ,OP(OR )R , P(0)R , 
P(S)R 3 °, C(R 3 V 1 , C=C(R 3 V 1 , (0) 2 POP(0) 2 , R 30 (O)POP(O)R 3 ° 
Si(R 2 V 8 Si(R 29 )R 28 Si(R 29 )R 28 Si(R 29 )R 28 OSi(R 29 )R 28 , 
(R 28 )R 29 COC(R 28 )R 29 , (R 28 )R 29 CSC(R 28 )R 29 C(O)C(R 30 )=C(R 31 ), 
C(S)C(R 3 °)=C(R 31 ), S(O)C(R 30 )=C(R 31 ), SO 2 C(R 30 )=C(R 31 ), 
PR 30 C(R 3 °)=C(R 31 ), P(O)R 30 C(R 3 °)=C(R 31 ), P(S)R 30 C(R 3 °)=C(R 31 ), 
DC(R 3 °)(R 31 )D, OP(OR 31 )R 3 °, P(0)R 30 , P(S)R 3 °, Si(R 28 )R 29 and N(R 3 °), 
and a covalent bond with the proviso that no more than any two of L, U and V are 
simultaneously covalent bonds and the heterocyclyl comprised of by L, U, and V 
has from 5 through 10 contiguous member; 

D is selected from the group consisting of oxygen, C=0, C=S, S(0) m 
wherein m is an integer selected from 0 through 2; 

27 27 

J H is independently selected from the group consisting of OR , SR and 

N(R 20 )R 21 ; 

R 27 is selected from the group consisting of hydrido, alkyl, alkenyl, alkynyl, 
aralkyl, aryloxyalkyl, aralkoxy alkyl, alkylsulfinylalkyl, alkylsulfonylalkyl, 
aralkylthioalkyl, heteroaralkylthioalkyl, alkoxyalkyl, heteroaryloxyalkyl, 
alkenyloxyalkyl, alkylthioalkyl, arylthioalkyl, cycloalkyl, cycloalkylalkyl, 
cycloalkylalkenyl, cycloalkenyl, cycloalkenylalkyl, haloalkyl, haloalkenyl, 
halocycloalkyl, halocycloalkenyl, haloalkoxyalkyl, haloalkenyloxyalkyl, 
halocycloalkoxyalkyl, halocycloalkenyloxyalkyl, perhaloaryloxyalkyl, heteroaryl, 
heteroarylalkyl, heteroarylthioalkyl, heteroaralkylthioalkyl, arylsulfinylalkyl, 
arylsulfonylalkyl, cycloalkylsulfinylalkyl, cycloalkylsufonylalkyl, 
heteroarylsulfonylalkyl, heteroarylsulfinylalkyl, aralkylsulfinylalkyl and 
aralkylsulfonylalkyl; 

R 30 and R 3 1 are independently selected from hydrido, hydroxy, thiol, 
aryloxy, amino, alkylamino, dialkylamino, hydroxyalkyl, heteroaryloxyalkyl, alkoxy, 
alkylthio, arylthio, alkyl, alkenyl, alkynyl, aryl, aralkyl, aryloxyalkyl, aralkoxyalkyl, 
alkylsulfinylalkyl, alkylsulfonylalkyl, aralkylthioalkyl, heteroaralkoxythioalkyl, 
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alkoxyalkyl, heteroaryloxyalkyl, alkenyloxyalkyl, alkylthioalkyl, arylthioalkyl, 
cycloalkyl, cycloalkylalkyl, cycloalkylalkeny], cycloalkenyl, cycloalkenylalkyl, 
haloalkyl, haloalkenyl, haloaralkylsulfinylalkyl, aralkylsulfonylalkyl, cyanoalkyl, 
dicyanoalkyl, carboxamidoalkyl, dicarboxamidoalkyl, cyandcarboalkoxyalkyl, 
carboalkoxyalkyl, dicarboalkoxyalkyl, cyanocycloalkyl, dicyanocycloalkyl, 
carboxamidocycloalkyl, dicarboxamidocycloalkyl, carboalkoxycyanocycloalkyl, 
carboalkoxycycloalkyl, dicarboalkoxycycloalkyl, formylalkyl, acylalkyl, 
dialkoxyphosphonoalkyl, diaralkoxyphosphonoalkyl, phosphonoalkyl, 
dialkoxyphosphonoalkoxy, diaralkoxyphosphonoalkoxy, phosphonoalkoxy, 
dialkoxyphosphonoalkylamino, diaralkoxyphosphonoalkylamino, 
phosphonoalkyl ami no, dialkoxyphosphonoalkyl, diaralkoxyphosphonoalkyl, 
sulfonylalkyl, alkoxysulfonylalkyl, aralkoxysulfonylalkyl, alkoxysulfonylalkoxy, 
aralkoxysulfonylalkoxy, sulfonylalkoxy, alkoxysulfonylalkylamino, 
aralkoxysulfonylalkylamino, and sulfonylalkylamino; 
30 31 

R and R are taken to form a linear moiety spacer group having from 2 

through 7 contiguous atoms to form a ring selected from the group consisting of a 
cycloalkyl ring having from 3 through 8 contiguous members, a cycloalkenyl ring 
having from 3 through 8 contiguous members, and a heterocyclyl ring having from 
3 through 8 contiguous members; 

R 23 and R 25 R 24 and R 25 R 25 and R 26 R 24 and R 26 and R 23 and R 26 

pairs are independently selected to form a spacer pair wherein a spacer pair is taken 
together from the points of bonding of selected spacer pair members to form the 
group L-U-V wherein L, U, and V are independently selected from the group of 1,2- 
disubstituted radicals consisting of a cycloalkyl radical, a cycloalkenyl radical 
wherein cycloalkyl and cycloalkenyl radicals are substituted with one or more 

30 31 

groups selected from R and R , an aryl radical, an heteroaryl radical, a saturated 
heterocyclic radical and a partially saturated heterocyclic radical wherein said 1,2- 
substitutents are independently selected from OO, C=S, C(R )R , S(O), 

S(0) 2 , OP(OR 31 )R 3 °, P(0)R 30 , P(S)R 3 ° and Si(R 28 )R 29 ; 

^23 J 25 24 25 25 J 26 24 26 23 26 

R andR ,R and R ,R andR ,R and R ,andR and R 

pairs are independently selected to form a spacer pair wherein a spacer pair is taken 
together from the points of bonding of selected spacer pair members to form the 
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group L-U-V wherein L, U, and V are independently selected from the group of 
radicals consisting of 1,2-disubstituted alkylene radicals and 1,2-disubstituted 
alkenylene radical wherein said 1 ,2-substitutents are independendy selected from 
C=0, C=S, C(R 28 )R 29 , S(O), S(0) 2 , OP(OR 3 1 )R 3 °, P(0)R 3 °, P(S)R 3 ° and 
5 Si(R 28 )R 29 and said alkylene and alkenylene radical are substituted with one or 
more R 3 ° or R 3 1 substituents; 

Q s is selected from the group consisting of a single covalent bond, 
(CR 37 R 38 ) b -(W°) az wherein az is an integer selected from 0 through 1, b is an 
integer selected from 1 through 4, and W° is selected from the group consisting 
10 of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 14 ), 

(R 14 )NC(0), C(S)N(R 14 ), (R 14 )NC(S), OC(0)N(R 14 ), SC(S)N(R 14 ), 
SC(0)N(R 14 ), OC(S)N(R 14 ), N(R 15 )C(0)N(R 14 ), (R 14 )NC«D)N(R 15 ), 
N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 

N(R M )S(0) 2 , Se, Se(0), Se(0) 2 , Se(0) 2 N(R 17 ), N(R 14 )Se(0) 2 , P(0)(R 8 ), 

n « « 7 14 14 28 29 

15 N(R )P(0)(R ), P(0)(R )N(R ), N(R ), ON(R ), and SiR R , 

(CH(R 14 )) c -W 1 -(CH(R 15 )) ( j wherein c and d are integers independently 

selected from 1 through 4, and W 1 is selected from the group consisting of O, 

S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 14 ), (R 14 )NC(0), 

C(S)N(R 14 ),(R 14 )NC(S), OC(0)N(R 14 ),(R 14 )NC(0)0, SC(S)N(R 14 ), 

20 (R 14 )NC(S)S, SC(0)N(R 14 ), (R 14 )NC(0)S, OC(S)N(R 14 ), (R 14 )NC(S)O s 

N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), N(R 15 )C(S)N(R 14 ), 

(R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , Se, Se(O), 

Se(0) 2 ,Se(0) 2 N(R 14 ),N(R 14 )Se(0) 2 ,P(0)(R ), N(R )P(0)(R ), 
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87 14 14 28 29 14 2 

P(0)(R )N(R ), N(R ), ON(R ), SiR R , and (CH(R )) e -W - 

(CH(R^))k wherein e and h are integers independently selected from 0 

2 4a 4b 

through 2 and \V is selected from the group consisting of CR =CR , 

4a 4b 14 
ethynylidene (CsC; 1,2-ethynyl), and G=CR R with the provisos that R 

5 and R*~* are selected from other than halo and cyano when directly bonded to 

N and that (CR 37 R 38 ) b , (CH(R 14 )) C , (CH(R 14 )) e and are bonded to E°; 
37 37 

R and R , when bonded to different carbons, are taken together to 

form a linear moiety spacer having from 1 through 7 contiguous atoms to form 
a ring selected from the group consisting of a cycloalkyl ring having from 3 
10 through 8 contiguous members, a cycloalkenyl ring having from 3 through 8 
contiguous members, and a heterocyclyl ring having from 3 through 8 
contiguous members; 

37 38 

R and R , when bonded to different carbons, are taken together to 

form a linear moiety spacer having from 1 through 7 contiguous atoms to form 
15 a ring selected from the group consisting of a cycloalkyl ring having from 3 
through 8 contiguous members, a cycloalkenyl ring having from 3 through 8 
contiguous members, and a heterocyclyl ring having from 3 through 8 
contiguous members; 

38 38 

R and R , when bonded to different carbons, are taken together to 

2 0 form a linear moiety spacer having from 1 through 7 contiguous atoms to form 
a ring selected from the group consisting of a cycloalkyl ring having from 3 
through 8 contiguous members, a cycloalkenyl ring having from 3 through 8 
contiguous members, and a heterocyclyl ring having from 3 through 8 
contiguous members; 

37 38 

25 R and R , when bonded to the same carbon, are taken together to 

form a group selected from a group consisting of oxo, thiono, alkylene, 
haloalkylene, and a linear moiety spacer having from 2 through 7 contiguous 
atoms to form a ring selected from the group consisting of a cycloalkyl ring 
having from 3 through 8 contiguous members, a cycloalkenyl ring having from 
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3 through 8 contiguous members, and a heterocyclyl ring having from 3 
through 8 contiguous members; 

jO b ss ss 

i is Q -Q wherein Q is selected from the group consisting of 

37 38 14 
(CR R )f wherein f is an integer selected from 1 through 6, (CH(R )) c - 

5 W ^-(CHCR^))^ wherein c and d are integers independently selected from 1 

through 4, and is selected from the group consisting of is selected 
from the group consisting of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, 
C(0)N(R 14 ),(R 14 )NC(0), C(S)N(R 14 ),(R 14 )NC(S), OC(0)N(R 14 ), 

(R 14 )NC(0)0, SC(S)N(R 14 ), (R 14 )NC(S)S, SC(0)N(R 14 ), (R 14 )NC(0)S, 

10 OC(S)N(R 14 ), (R 14 )NC(S)0, N(R 15 )QO)N(R 14 ), (R 14 )NC(0)N(R 15 ), 

N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 

N(R 14 )S(0) 2 , Se, Se(O), Se(0) 2 , Se(0) 2 N(R 14 ), N(R 14 )Se(0) 2 , P(0)(R 8 ), 

7 8 8 7 14 14 28 29 

N(R )P(0)(R ), P(0)(R )N(R ), N(R ), ON(R ), SiR R , and 

(CH(R^ 4 )) e -W^-(CH(R^))j 1 wherein e and h are integers independently 

2 

15 selected from 0 through 2 and W is selected from the group consisting of 

4a 4b 4a_4b 
CR =CR , ethynylidene (OC; 1,2-ethynyl), and C=CR K with the 

14 15 

provisos that R and R are selected from other than halo and cyano when 

37 38 15 15 

directly bonded to N and that (CR R ) f ,(CH(R )) c , and (CH(R )) e are 

bonded to E°; 

20 Y° is Q -Q wherein Q is (CH(R )) r -W , r is an integer selected 

from 1 through 3, and w 3 is selected from the group consisting of 1,1- 

cyclopropyl, 1,2-cyclopropyl, 1,1-cyclobutyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 
13-cyclohexyl, 1,4-cyclohexyl, 1,2-cyclopentyl, 13-cyclopentyl, 23- 
morpholinyl, 2,4-morpholinyl, 2,5-morpholinyl, 2,6-morpholinyl, 3,4- 
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morpholinyl, 3,5-morpholinyl, 1,2-piperazinyl, 1,3-piperazinyl, 1,4-piperazinyl, 
23-piperazinyl, 2,5-piperazinyl, 2,6-piperazinyl, 1,2-pipcridinyl, 13-piperidinyl, 
1,4-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 2,5-piperidinyl, 2,6-piperidinyl, 
3,4-piperidinyl,3,5-piperidinyl,3,6-piperidinyl, 1,2-pyrrolidinyl, 1,3- 
5 pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 
2H-23-pyranyl, 2H-2,4-pyranyl, 2H-2,5-py ranyl, 4H-23-pyranyl, 4H-2,4- 
pyranyl, 4H-2,5-py ranyl, 2H-pyran-2-one-3,4-yl, 2H-pyran-2-one-4,5-yl, 4H- 
pyran^-one-23-yl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5- 
tetrahydrofuranyl, 3,4-tetrahydrofuranyl, 23-tetrahydropy ranyl, 2,4- 
1 0 tetrahydropy ranyl , 2,5-tetrahydropyranyl , 2,6-tetrahydropyranyl, 3 ,4- 

38 

tetrahydropy ranyl, and 3,5-tetrahydropyranyl with the proviso that (CH(R )) r 
is bonded to E° and is bonded to lowest numbered substituent position of 
each W^; 

x X) . ^b ^sssr , . ^sssr . /ir , TT/T ^38.. ___4 . 

Y is Q -Q wherein Q is (CH(R )) r -W , r is an integer 

4 

15 selected from 1 through 3, and W is selected from the group consisting of 1,2- 

cyclobutyl, 1,2-cyclohexyl, 13-cyclohexyl, 1,4-cyclohexyl, 1,2-cyclopentyl, 13- 
cyclopentyl, 23 -morpholinyl, 2,4-morpholinyl, 2,5-morpholinyl, 2,6- 
morpholinyl, 3,4-morpholinyl, 3,5-morpholinyl, 1,2-piperazinyl, 13-piperazinyl, 
1,4-piperazinyl, 23-piperazinyl, 2,5-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 

2 0 1 3-piperidinyl, 1 ,4-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 2,5-piperidinyl, 
2,6-piperidinyl, 3,4-piperidinyl, 3,5-piperidinyl, 3,6-piperidinyl, 1,2-pyirolidinyl, 
13-pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4- 
pyrrolidinyl, 2H-23-py ranyl, 2H-2,4-pyranyl, 2H-2,5-pyranyl, 4H-23-py ranyl, 
4H-2,4-pyranyl, 4H-2,5-py ranyl, 2H-pyran-2-one-3,4-yl, 2H-pyran-2-one-4,5- 

2 5 yl, 4H-pyran-4-one-23-yl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5- 
tetrahydrofuranyl, 3,4-tetrahydrofuranyl, 23-tetrahydropyranyl, 2,4- 
tetrahydropy ranyl, 2,5-tetrahydropy ranyl, 2,6-tetrahydropyranyl, 3,4- 

38 

tetrahydropy ranyl, and 3,5-tetrahydropyranyl with the provisos that (CH(R )) r 
is bonded to E° and is bonded to highest number substituent position of 
30 eachW 4 ; 
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Y° is Q b -Q ssss wherein Q SSSS is (CH(R 38 )) r -W 5 , r is an integer 

selected from 1 through 3, and is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 1,3-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1 ,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 
naphthyl, 2,4~naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyI, 1,7-isoquinolinyl, 1,8-isoquinolinyI, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnoIinyl, 3,6-cinnoIinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 

the proviso that Q b is bonded to lowest number substituent position of each 

5 38 
W and that (CH(R )) r is bonded to E°; 

v° • ^b ^ssssr , ^ssssr . /ir , TT ,~»38. x „ r 6 

YisQ -Q wherein Q is (CH(R )) r -W , r is an integer 

selected from 1 through 3, and W 6 is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
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benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4~indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyI, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 
naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinoIinyl, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 

the proviso that Q b is bonded to highest number substituent position of each 
W 6 and that (CH(R 38 )) r is bonded to E°. 

2. The compound as recited in Claim 1 or a pharmaceutically acceptable salt 
thereof, wherein; 

J is selected from the group consisting of hydrido, halo, hydroxy, 
hydroxyalkyl, amino, aminoalkyl, cyano, alkyl, haloalkyl, carboxy, carboxyalkyl, 

6 6 6 

carboalkoxy, amidocarbonyl, acyl, phosphono, sulfo, O-R , NH-R , S-R , 

S(0)-R*\ and S(0) 2 -R^, wherein R 6 is selected from the group consisting of 

alkyl, and haloalkyl, haloalkenyl; 
B is formula (V): 
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f 4 



33 .1 D 35 



Jl J/ 



2 

R 32/ U \ R 36 



(V) 

,.12121 
wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 12 1 
than one is a covalent bond, no more than one of D , D , J , J and K is O, 

5 no more than one of d\ D 2 j\ J 2 and K 1 is S, one of d \ D 2 J 1 , J 2 and K 1 

12 12 1 
must be a covalent bond when two of D , D ,J ,J and K are O and S, and 

12 12 1 32 

no more than four of D , D ,J ,Jt and K are N with the proviso that R , 

33 34 35 36 
R , R , R , and R are each independently selected to maintain the 

tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 

1 0 sulfur, and the divalent nature of oxygen; 

32 33 34 ^35 36 b 

R , R , R , R , and R are independently selected to be Q ; 

u 9 p 10 t> U o 12 o 13 o 16 o 17 o 18 x, 19 x, 32 r, 33 ^35 3 
R,R ,R ,R ,R ,R ,R ,R ,R ,R ,R ,R ,R , and 

36 

R are independently selected from the group consisting of hydrido, amidino, 

guanidino, dialkylsulfonium, trialkylphosphonium, dialkylsulfoniumalkyl, 
1 5 carboxy, heteroaralkylthio, heteroaralkoxy, cycloalkylamino, acylalkyl, 

acylalkoxy, aryloylalkoxy, heterocyclyloxy, aralkylaryl, aralkyl, aralkenyl, 
aralkynyl, heterocyclyl, perhaloaralkyl, aralkylsulfonyl, aralkylsulfonylalkyl, 
aralkylsulfinyl, aralkyl sulfinyl alky 1, halocycloalkyl, halocycloalkenyl, 
cycloalkylsulfinyl, cycloalkylsulfinylalkyl, cycloalkylsulfonyl, 
2 0 cycloalkylsulfonylalkyl, heteroarylamino, N-heteroarylamino-N-alkylamino, 
heteroarylaminoalkyl, haloalkylthio, alkanoyloxy, alkoxy, alkoxyalkyl, 
haloalkoxylalkyl, heteroaralkoxy, cycloalkoxy, cycloalkenyloxy, 
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cycloalkoxy alkyl, cycloalkylalkoxy, cycloalkenyloxyalkyl, cycloalkylenedioxy, 
halocycloalkoxy, halocycloalkoxyalkyl, halocycloalkenyloxy, 
halocycloalkenyloxyalkyl, hydroxy, amino, alkoxyamino, thio, nitro, lower 
alkylamino, alkylthio, alkylthioalkyl, arylamino, aralkylamino, arylthio, 
arylthioalkyl, heteroaralkoxyalkyl, alkylsulfinyl, alkylsulfinylalkyl, 
arylsulfinylalkyl, arylsulfonylalkyl, heteroarylsulfinylalkyl, 
heteroarylsulfonylalkyl, alkylsulfonyl, alkylsulfonylalkyl, 
haloalkylsulfmylalkyl, haloalkylsulfonylalkyl, alkyl sulfonami do, 
alkylaminosulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, monoaryl amidosulfonyl, arylsulfonamido, diarylamidosulfonyl, 
monoalkyl monoaryl amidosulfonyl, arylsulfinyl, arylsulfonyl, heteroarylthio, 
heteroarylsulfmyl, heteroarylsulfonyl, heterocyclylsulfonyl, heterocyclylthio, 
alkanoyl, alkenoyl, aroyl, heteroaroyl, aralkanoyl, heteroaralkanoyl, 
haloalkanoyl, alkyl, alkenyl, alkynyl, alkenyloxy, alkenyloxyalky, 
alkylenedioxy, haloalkylenedioxy, cycloalkyl, cycloalkylalkanoyl, 
cycloalkenyl, lower cycloalkylalkyl, lower cycloalkenylalkyl, halo, haloalkyl, 
haloalkenyl, haloalkoxy, hydroxy haloalkyl, hydroxyaralkyl, hydroxyalkyl, 
aminoalkyl, hydoxyheteroaralkyl, haloalkoxyalkyl, aryl, aralkyl, aryloxy, 
aralkoxy, aryloxyalkyl, saturated heterocyclyl, partially saturated heterocyclyl, 
heteroaryl, heteroaryloxy, heteroaryloxyalkyl, arylalkyl, heteroarylalkyl, 
arylalkenyl, heteroarylalkenyl, carboxy alkyl, carboalkoxy, alkoxycarboxamido, 
alkylamidocarbonylamido, arylamidocarbonylamido, carboalkoxy alkyl, 
carboalkoxy alkenyl, carboaralkoxy, carboxamido, carboxamidoalkyl, cyano, 
carbohaloalkoxy, phosphono, phosphonoalkyl,di aralkoxy phosphono, and 
diaralkoxyphosphonoalkyl ; 

32 33 33 , 34 34 J 35 J 35 . 36 . 
R and R , R and R , R and R , and R and R pairs are 

independently selected to form a spacer pair wherein a spacer pair is taken 
together to form a linear moiety having from 3 through 6 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a ring 
selected from the group consisting of a cycloalkenyl ring having 5 through 8 
contiguous members, a partially saturated heterocyclyl ring having 5 through 8 
contiguous members, a heteroaryl ring having 5 through 6 contiguous 
members, and an aryl with the proviso that no more than one of the group 
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32 33 33 34 34 35 35 
consisting of spacer pairs R and R , R and R , R and R , and R 

36 

and R is used at the same time; 

R 9 and R*°, R*° and R 1 1 , R 1 1 and R 12 , and R 12 and R 13 pairs are 

independently selected to form a spacer pair wherein a spacer pair is taken 
5 together to form a linear moiety having from 3 through 6 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a ring 
selected from the group consisting of a cycloalkenyl ring having 5 through 8 
contiguous members, a partially saturated heterocyclyl ring having 5 through 8 
contiguous members, a heteroaryl ring having 5 through 6 contiguous 
10 members, and an aryl with the proviso that no more than one of the group 

consisting of spacer pairs R 9 and R 10 , R 10 and R 1 R 1 1 and R 12 , and R 12 
13 

and R is used at the same time; 

B is selected from the group consisting of C3-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, C3-C8 haloalkyl, and C3-C8 haloalkenyl wherein each member 
15 of group B may be optionally substituted at any carbon up to and including 6 
atoms from the point of attachment of B to A with one or more of the group 

consisting of R 32 , R33, R34, R35, and R 36 ; 

B is selected from the group consisting of C3-C10 cycloalkyl, C5-C10 
cycloalkenyl, C4-C9 saturated heterocyclyl, and C4-C9 partially saturated 

20 heterocyclyl, wherein each ring carbon may be optionally substituted with R33, 

a ring carbon other than the ring carbon at the point of attachment of B to A 
may be optionally substituted with oxo provided that no more than one ring 
carbon is substituted by oxo at the same time, ring carbon and nitrogen atoms 
adjacent to the carbon atom at the point of attachment may be optionally 

2 5 substituted with R9 or Rj^, a ring carbon or nitrogen atom adjacent to the R9 

position and two atoms from the point of attachment may be substituted with 

RjQi a ring carbon or nitrogen atom adjacent to the Rj3 position and two atoms 

from the point of attachment may be substituted with Rj2» a ring carbon or 
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nitrogen atom three atoms from the point of attachment and adjacent to the Rjq 

position may be substituted with R j j, a ring carbon or nitrogen atom three 

atoms from the point of attachment and adjacent to the R| 2 position may be 

substituted with R33, and a ring carbon or nitrogen atom four atoms from the 

5 point of attachment and adjacent to the Rj | and R33 positions may be 

substituted with R34; 

A is selected from the group consisting of single covalent bond, 
(W^-CCHCR 15 ))^ and (CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer 

7 

selected from 0 through 1, pa is an integer selected from 0 through 6, and W 
10 is selected from the group consisting of O, S, C(O), C(S), C(0)S, C(S)0, 

C(0)N(R 7 ), C(S)N(R ? ), (R ? )NC(0), (R 7 )NC(S), S(O), S(0) 2 , ,S(0) 2 N(R 7 ), 

(R 7 )NS(0) 2 , P(0)(R 8 ), N(R 7 )P(0)(R 8 ), P(0)(R 8 )N(R ? ), C(NR ? )N(R 7 ), 

7 7 7 

(R )NC(NR ), and N(R ) with the proviso that no more than one of the group 

consisting of rr and pa is 0 at the same time; 
7 8 

15 R and R are independently selected from the group consisting of 

hydrido, hydroxy, alkyl, acyl, aroyl, heteroaroyl, and alkoxyalkyl; 

14 15 37 38 
R , R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, halo, cyano, hydroxyalkyl, alkoxy, alkyl, 
alkoxyalkyl, cycloalkyl, cycloalkylalkyl, cycloalkenyl, cycloalkenylalkyl, 
2 0 haloalkyl, haloalkenyl, haloalkoxy, haloalkoxyalkyl, haloalkenyloxy alkyl, 
halocycloalkoxy, halocycloalkoxyalkyl, halocycloalkenyloxyalkyl, carboxy, 
carboxyalkyl, carboalkoxy, carboxamide, and carboxamidoalkyl; 

W is selected from the group consisting of NR 5 , O, C(O), C(S), S, 
S(O), S(0) 2 , ON(R 5 ), P(0)(R 8 ), and CR^R 40 with the provisos that *P is 
25 selected from other than NR 5 , O, S, S(O), and S(0) 2 unless any two of X°, R 2 , 
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R 1 , and J are other than hydrido, or that ^ is selected from other than O, 
unless A is selected from other than methylene when B is phenyl, that W is 
selected from other than C(O), unless A is selected from other than 
methyleneoxy when B is phenyl, or that is selected from other than NH 
5 unless A is selected from other than a single covalent bond when B is acyl, or 
that ^ is selected from other than NH unless A is selected from other than 

S(O) or S(0) 2 when B is phenyl; 
5 

R is selected from the group consisting of hydrido, alkyl, alkoxy, 

alkoxyalkyl, haloalkyl, acyl, aroyl, and heteroaroyl; 
39 40 

10 R and R are independently selected from the group consisting of 

hydrido, hydroxy, halo, cyano, hydroxyalkyl, acyl, aroyl, heteroaroyl, acylamido, 
alkoxy, alkyl, alkoxyalkyl, haloalkyl, haloalkoxy, haloalkoxyalkyl, alkylsulfonyl, 
haloalkylsulfonyl, carboxy, carboxyalkyl, carboalkoxy, carboxamide, and 
carboxamidoalkyl ; 

15 X°,R 2 andR 1 are independently selected from the group consisting of 

Z°-Q, hydrido, alkyl, alkenyl, and halo; 
0 2 1 

X , R and R are independently selected from the group consisting of 
amidino, guanidino, dialkylsulfonium, trialkylphosphonium, 
dialkylsulfoniumalkyl, heteroarylamino, amino, nitro, alkylamino, arylamino, 
20 aralkylamino, alkanoyl, alkenoyl, aroyl, heteroaroyl, aralkanoyl, 

heteroaralkanoyl, haloalkanoyl, hydroxyhaloalkyl, cyano, and phosphono; 

X° and R 1 are taken together to form a spacer pair wherein the spacer 

pair forms a linear moiety having from 3 through 6 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a ring 
25 selected from the group consisting of a cycloalkenyl ring having from 5 
through 8 contiguous members and a partially saturated heterocyclyl ring 
having from 5 through 8 contiguous members with the proviso that no more 

than one of the group consisting of spacer pair X and R and spacer pair R 
and R* is used at the same time; 
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r 



R 2 and R 1 are taken together to form a spacer pair wherein the spacer 
pair forms a linear moiety having from 3 through 6 contiguous atoms 
connecting the points of bonding of said spacer pair members to form a ring 
selected from the group consisting of a cycloalkenyl ring having from 5 
5 through 8 contiguous members and a partially saturated heterocyclyl ring 
having from 5 through 8 contiguous members with the proviso that no more 
than one of the group consisting of spacer pair X° and R 1 and spacer pair R 2 

and R 1 is used at the same time ; 

X° and R 1 and R 2 and R 1 spacer pairs are selected independently 
10 to be -W=X-Y=Z- forming a ring selected from the group consisting of a 

heteroaryl ring having from 5 through 6 contiguous members and an aryl with 
the proviso that no more than one of the group consisting of spacer pair X and 

R 1 and spacer pair R 2 and R 1 is used at the same time; 

W, X, Y, and Z are independently selected from the group consisting of 

15 C(R 9 ), N, N(R 10 ), O, S and a covalent bond with the provisos that one of W, X, 

Y, and Z is independently selected to be a covalent bond when one of W, X, Y, 
and Z is selected from the group consisting of O and S, no more than one of 
W, X, Y, and Z is selected from the group consisting of O and S, no more than 
three of W, X, Y, and Z are selected from the group consisting of N and 

20 N(R 10 ), and C(R 9 ), N, N(R 10 ), O, and S are independently selected to 

maintain the tetravalent nature of carbon, trivalent nature of nitrogen, the divalent 
nature of sulfur, the divalent nature of oxygen, and the aromaticity of the ring; 
Z° is selected from the group consisting of covalent single bond, 

(CR 41 R 42 )q wherein q is an integer selected from 1 through 6, (CH(R )) g - 

25 W°-(CH(R 42 )) p wherein g and p are integers independently selected from 0 

through 3 and W° is selected from the group consisting of O, S, C(O), C(S), 

C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 41 ), (R 41 )NC(0), C(S)N(R 41 ), 

(R 41 )NC(S), OC(0)N(R 41 ), (R 41 )NC(0)0, SC(S)N(R 41 ), (R 41 )NC(S)S, 
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SC(0)N(R 41 ), (R 41 )NC(0)S, OC(S)N(R 41 ), (R 41 )NC(S)0, 
N(R 42 )C(0)N(R 41 ), (R 41 )NC(0)N(R 42 ), N(R 42 )C(S)N(R 41 ), 
(R 41 )NC(S)N(R 42 ), S(O), S(0) 2 , S(0) 2 N(R 41 ), N(R 41 )S(0) 2 , P(0)(R 8 ), 
N(R ? )P(0)(R 8 ), P(0)(R 8 )N(R ? ), N(R 41 ), ON(R 41 ), and (CH(R 41 )) e -W 2 - 

5 (CH(R 42 )) n wherein e and h are integers independently selected from 0 

2 41 42 

through 2 and W is selected from the group consisting of CR =CR , 

CR 41 R 42 =C; vinylidene), and ethynylidene (C-C; 1,2-ethynyl), with the 

provisos that R 41 and R 42 are selected from other than halo and cyano when 

directly bonded to N and Z° is directly bonded to the benzene ring, that W° is 

41 

10 selected, wherein g is 0, from other than NHS(0) 2 CH 2 aryl or N(R ) unless 

R 41 is selected from other than hydrido, alkyl, or aralkylsulfonyl, and Z° is 

selected from other than OC(O), C(0)N(H), and (H)NC(O), unless Q is 
selected from other than phenyl, 2-furyl, 2-thienyl, 4-thiazolyl, 2-pyridyl, 2- 
naphthyl, 1 ,2-dihydrobenzofuran-5-yl, l,2-dihydrobenzofuran-6-yl, or 

1 5 1 ,2benzisoxazol-6-yl , or X° is selected from other than hydrido, halo, or 

methyl, or R 1 is selected from other than hydrido, fluoro, hydroxy, acetoxy, 
propanoyloxy, 2-carboxyacetoxy, 23 or 4-carboxypropanoyloxy, benzoyloxy, 
methyl, or methoxy; 

R 41 and R 42 are independently selected from the group consisting of 

2 0 hydrido, hydroxy, halo, cyano, aryloxy, hydroxyalkyl, acyl, aroyl, heteroaroyl, 
heteroaryloxyalkyl, alkoxy, alkyl, aryl, aralkyl, aryloxyalkyl, 
aralkoxyalkylalkoxy, alkoxyalkyl, heteroaryloxyalkyl, cycloalkyl, 
cycloalkylalkyl, cycloalkylalkenyl, cycloalkenyl, cycloalkenylalkyl, haloalkyl, 
haloalkenyl, halocycloalkyl, halocycloalkenyl, haloalkoxy, haloalkoxyalkyl, 

2 5 haloalkenyloxyalkyl, halocycloalkoxy , halocycloalkoxyalkyl, 

halocycloalkenyloxyalkyl, saturated heterocyclyl, partially saturated 
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heterocyclyl, heteroaryl, heteroaralkyl, heteroarylthioalkyl, 
heteroaralkylthioalkyl, alkylsulfonyl, haloalkylsulfonyl, arylsulfonyl, 
arylsulfonylalkyl, aralkylsulfonyl, cycloalkylsulfonyl, cycloalkylsufonylalkyl, 
heteroarylsulfonylalkyl, heteroaryl sulfonyl, and aralkylsulfonylalkyl; 
Q is formula (II): 

r 

T 



Ji J, 




D 2 



.D 



(id 

1 „2 .1 .2 , „1 



wherein D* , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

1 2 1 ,2 1 . 
than one is a covalent bond, no more than one of D ,D ,J ,J and K is O, 

10 no more than one of D 1 , D 2 , j\ ? and K 1 is S, one of D 1 , D 2 , J 1 , J 2 and K 1 

12 12 1 
must be a covalent bond when two of D ,D ,J ,J and K are O and S, and 

no more than four of D 1 , D 2 J 1 , J 2 and K* are N, with the proviso that R 9 , 
R 10 , R 1 1 , R 12 , and R 13 are each independendy selected to maintain the 
tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 
1 5 sulfur, and the divalent nature of oxygen; 
Q is formula (III): 
,10 

,11 



* i 



\ 



r 



X R 12 



(III) 
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wherein D 3 , D 4 , J 3 , and J 4 are independently selected from the group 

3 4 3 4 . 

consisting of C, N, O, and S, no more than one of D ,D ,J , and J is O, no 

4 12 1 

more than one of D 3 ,D 4 , J , and J is S, and no more than three of D ,D ,J , 

and J 2 are N with the proviso that R 9 , R 10 , R 1 1 , and R 12 are each 

5 independently selected to maintain the tetravalent nature of carbon, trivalent 
nature of nitrogen, the divalent nature of sulfur, and the divalent nature of 
oxygen; 

Q is selected from the group consisting of alkyl, alkoxy, alkylamino, 
alkylthio, haloalkylthio, alkenyl, alkynyl, saturated heterocyclyl, partially 
10 saturated heterocyclyl, acyl, aroyl, heteroaroyl, cycloalkyl, cycloalkylalkyl, 
cycloalkenyl, cycloalkenylalkyl, cycloalkylalkenyl, haloalkyl, haloalkoxy, 
haloalkenyl, halocycloalkyl, halocycloalkenyl, haloalkoxyalkyl, 
haloalkenyloxy alkyl, halocycloalkoxyalkyl, and halocycloalkenyloxyalkyl with 
the proviso that Q is selected from other than than alkyl or alkenyl unless any 

1 5 one of X°, R 1 , and J is other than hydrido; 

K is (CR 4a R 4b ) n wherein n is an integer selected from 1 through 2; 
R 4a and R 4b are independently selected from the group consisting of 

halo, hydrido, hydroxy, cyano, hydroxyalkyl, alkyl, alkenyl, alkoxyalkyl, 
haloalkyl, haloalkenyl, and cyanoalkyl; 
2 o R 43 and R 4t> , when bonded to the same carbon, are taken together to 

form a group selected from the group consisting of oxo, and a linear spacer 
moiety having from 2 through 7 contiguous atoms connected to form a ring 
selected from the group consisting of a cycloalkyl ring having 3 through 8 
contiguous members, a cycloalkenyl ring having 5 through 8 contiguous 
2 5 members, and a heterocyclyl ring having 5 through 8 conti guous members; 

i 4a 4b 1 

E is E , when K is (CR R ) n , wherein E is selected from the group 

consisting of a covalent single bond, O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, 
C(S)S,C(0)N(R 7 ),(R 7 )NC(0),C(S)N(R ),(R )NC(S), OC(0)N(R ), 
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(R 7 )NC(0)0, SC(S)N(R 7 ), (R)NC(S)S, SC(0)N(R 7 ), (R 7 )NC(0)S, 
OC(S)N(R 7 ), (R 7 )NC(S)0, N(R 8 )C(0)N(R 7 ), (R 7 )NC(0)N(R 8 ), 
N(R 8 )C(S)N(R 7 ), (R 7 )NC(S)N(R\ S(O), S(0) 2 , S(0) 2 N(R 7 ), N(R 7 )S(0) 2 , 
S(0) 2 N(R 7 )C(0), C(0)N(R 7 )S(0) 2 , P(0)(R 8 ), N(R 7 )P(0)(R 8 ), 
P(0)(R 8 )N(R ? ), N(R ? ), ON(R 7 ), CR 4a =CR 4b , ethynylidene (C^C; 1,2- 
4a 4b 

ethynyl), and C=CR R ; 

K is (CH(R 14 ))j-T wherein j is selected from a integer from 0 through 
2 and T is selected from the group consisting of single covalent bond, O, S, and 
N(R 7 ) with the proviso that (CH(R 14 ))j is bonded to the phenyl ring; 

E° is E 2 , when K is (CH(R 14 ))j-T, wherein E 2 is selected from the 
group consisting of a covalent single bond, C(O), C(S), C(0)0, C(S)0, C(0)S, 
C(S)S, C(0)N(R 7 ), (R 7 )NC(0), C(S)N(R 7 ), (R 7 )NC(S), (R )NC(0)0, 
(R 7 )NC(S)S, (R ? )NC(0)S, (R 7 )NC(S)0, N(R 8 )C(0)N(R ? ), 
(R 7 )NC(0)N(R 8 ), N(R 8 )C(S)N(R 7 ), (R 7 )NC(S)N(R 8 ), S(O), S(G) 2 , 
15 S(0) 2 N(R 7 ),N(R 7 )S(0 )2 ,S(0) 2 N(H)C(0),C(0)N(H)S(0) 2 ,P(0)(R 8 X 

N(R 7 )P(0)(R 8 ), P(0)(R )N(R ), and N(R ); 

K is G-(CH(r| 5 )) k wherein k is selected from an integer from 1 

7 

through 2 and G is selected from the group consisting of O, S, and N(R ) wxth 
the proviso that R 15 is other than hydroxy, cyano, halo, amino, alkylamino, 
2 0 dialkylamino, and sulfhydryl when k is 1 ; 

E° is E 3 , when K is G-(CH(R 15 )) k , wherein E 3 is selected from the 
group consisting of a covalent single bond, O, S, C(G), C(S), C(0)0, C(S)0, 
C(0)S, C(S)S, C(0)N(R 7 ), (R ? )NC(0), C(S)N(R ? ), (R ? )NC(S), 
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OC(0)N(R 7 ),(R 7 )NC(0)0, SC(S)N(R 7 ), (R 7 )NC(S)S, SC(0)N(R 7 ), 
(R 7 )NC(0)S, OC(S)N(R 7 ), (R ? )NC(S)0, N(R 8 )C(0)N(R ? ), 
(R 7 )NC(0)N(R 8 ), N(R 8 )C(S)N(R ? ), (R 7 )NC(S)N(R 8 ), S(O), S(0) 2 , 
S(0) 2 N(R ? ), N(R 7 )S(0) 2 , P(0)(R 8 ), N(R 7 )P(0)(R 8 ), P(0)(R 8 )N(R 7 ), 
N(R ? ), ON(R ? ), CR 4a =CR 4b , ethynylidene (C-C; 1,2-ethynyl), and 

OCR'V*; 

Y° is formula (IV): 




Q b (IV) 

wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group 

consisting of C, N, 0, S and a covalent bond with the provisos that no more 

2 

than one is a covalent bond, K is independently selected from the group 
consisting of C, and N + , no more than one of D 5 , D 6 , J 5 , and J 6 is O, no more 
than one of D 5 , D 6 , J 5 , and J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a 
covalent bond when two of D 5 , D 6 , J 5 , and J 6 are O and S, no more than three 
of D 5 , D 6 , J 5 , and J 6 are N when K 2 is N + , and no more than four of D 5 , D 6 , 
J , and J are N when K is carbon with the provisos that R , R , R , and 
R 19 are each independently selected to maintain the tetravalent nature of carbon, 
trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent nature 
of oxygen; 

277 



C-3455 



R 16 and R 1? are taken together to form a linear moiety spacer having 
from 3 through 6 contiguous atoms connected to form a ring selected from the 
group consisting of a cycloalkenyl ring having from 5 through 8 contiguous 
members, a partially saturated heterocyclyl ring having from 5 through 8 
5 contiguous members, a heteroaryl having from 5 through 6 contiguous 

members, and an aryl; 20 21 22 

Q b is selected from the group consisting of NR R , NR R R , 

oxy, alkyl, alkylaminoalkyl, aminoalkyl, dialkylsulfoniumalkyl, and acylamino 
wherein R 2 °, R 21 , and R 22 are independently selected from the group 
1 0 consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 

aminoalkyl, and hydroxyalkyl with the provisos that no more than one of R , 
R 21 , and R 22 is hydroxy, alkoxy, alkylamino, amino, and dialkylamino and that 

R 20 , R 21 , and R 22 must be other than be hydroxy, alkoxy, alkylamino, amino, 

2 + 

and dialkylamino when K is N ; 

1 5 R 20 and R 21 , R 2 ° and R 22 , and R 21 and R 22 pairs are independently 

selected to form a spacer pair wherein a spacer pair is taken together to form a 
linear moiety having from 4 through 7 contiguous atoms connecting the points 
of bonding of said spacer pair members to form a heterocyclyl ring having 5 
through 8 contiguous members with the proviso that no more than one of the^ 

20 group consisting of spacer pairs R 20 and R 21 ,R 2 ° and R , and R and R 

is used at the same time; 

26 23 24 

Q b is selected from the group consisting of N(R )S0 2 N(R )(R X 

N(R 26 )C(0)OR 5 , N(R 26 )C(0)SR 5 , N(R 26 )C(S)OR 5 and N(R 26 )C(S)SR 5 

23 24 26 

with the proviso that no more than one of R ,R ,andR is hydroxy, 
2 5 alkoxy, alkylamino, amino, or dialkylamino when two of the group consisting 
of R 23 , R 24 , and R 26 are bonded to the same atom; 
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Q b is selected from the group consisting of dialkylsulfonium, 
trialkylphosphonium, C(NR 25 )NR 23 R 24 , N(R 2 °)C(NR 25 )N(R 23 )(R 24 ), 
N(R 26 )C(0)N(R 23 )(R 24 ), N(R 26 )C(S)N(R 23 )(R 24 ), C(NR 25 )OR 5 
C(0)N(R 26 )C(NR 25 )N(R 23 )(R 24 ),C(S)N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 

N(R 26 )N(R 26 )C(NR 25 )N(R 23 )(R 24 ),N(R 26 )N(R 26 )S0 2 N(R 23 )(R 24 ), 

9^ S 23 24 23 24 

C(NR )SR , C(0)NR R , and C(0)NR R with the provisos that no 

23 24 26 

more than one of R , R , and R is hydroxy, alkoxy, alkylamino, amino, or 

23 24 26 

dialkylamino when two of the group consisting of R , R , and R are 
bonded to the same atom and that said Q b group is bonded directly to a carbon 



1 0 atom; 



R 23 , R 24 , R 25 , and R 26 are independently selected from the group 



consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 
aminoalkyl, and hydroxyalkyl; 

R and R are taken together to form a linear spacer moiety having from 

15 4 through 7 contiguous atoms connecting the points of bonding to form a 
heterocyclyl ring having 5 through 8 contiguous members; 

Q S is selected from the group consisting of a single covalent bond, 

(CR 37 R 38 ) b -(W°) az wherein az is an integer selected from 0 through 1, b is an 
integer selected from 1 through 4, and W° is selected from the group consisting 
20 of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 14 ), 

(R 14 )NC(0), C(S)N(R 14 ),(R 14 )NC(S), OC(0)N(R 14 ), SC(S)N(R 14 ), 
SC(0)N(R 14 ), OC(S)N(R 14 ), N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), 
N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 
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N(R 14 )S(0) 2 , P(0)(R 8 ), N(R 7 )P(0)(R 8 ), P(0)(R 8 )N(R 7 ), N(R 14 ), 

ON(R 14 ), (CH(R 14 )) c -W. 1 -(CH(R 15 )) d wherein c and d are integers 

independently selected from 1 through 4, and W 1 is selected from the group 

consisting of O, S, C(O), C(S), C(0)0, C(S)0, QO)S, C(S)S, C(0)N(R 14 ), 

(R 14 )NC(0), C(S)N(R 14 ) )( R 14 )NC(S), OQO)N(R 14 ), (R 14 )NC(0)0, 

SC(S)N(R 14 ), (R 14 )NC(S)S, SC(0)N(R 14 ), (R 14 )NC(0)S, OC(S)N(R 14 ), 

(R 14 )NC(S)0, N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), 

N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 

N(R 14 ) S (0) 2 , P(0)(R 8 ), N(R ? )P(0)(R 8 ), P(0)(R 8 )N(R 7 ), N(R 14 ), 

ON(R 14 ), and (CH(R 14 )) e - W 2 -(CH(R 15 )) h wherein e and h are integers 

independently selected from 0 through 2 and W 2 is selected from the group 
4a 4b 

consisting of CR =CR , ethynylidene (OC; 1,2-ethynyl), and C^R^R 46 
with the provisos that R 14 and R 15 are selected from other than halo and cyano 
when directly bonded to N and that (CR 37 R 38 ) b , (CH(R 14 )) C , (CH(R 14 )) e 
and are bonded to E°; 

Y° is Q b -Q SS wherein Q ss is selected from the group consisting of 
3V 38 

(CR R )f wherein f is an integer selected from 1 through 6, (CH(R 1 4 )) c - 
W -(CH(R 15 )) d wherein c and d are integers independently selected from 1 
through 4, and W 1 is selected from the group consisting of W 1 is selected 
from the group consisting of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, 
C(0)N(R 14 ), (R 14 )NC(0), C(S)N(R 14 ), (R 14 )NC(S), OC(0)N(R 14 ), 
(R M )NC(0)0, SC(S)N(R 14 ), (R 14 )NC(S)S, SC(0)N(R 14 ), (R 14 )NC(0)S, 
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OC(S)N(R 14 ), (R 14 )NC(S)0, N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), 

N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 

N(R 14 )S(0) 2 , P(0)(R 8 ), N(R 7 )P(0)(R 8 ), P«D)(R 8 )N(R 7 ), N(R 14 ), 

ON(R 14 ), and (CH(R 14 )) e - W 2 -(CH(R 15 )) h wherein e and h are integers 

independently selected from 0 through 2 and W 2 is selected from the group 
4a 4b 

consisting of CR =CR , ethynylidene (C-C; 1 ,2-ethynyl), and C^R^R 4 * 5 
with the provisos that R 14 and R 15 are selected from other than halo and cyano 

when directly bonded to N and that (CR 37 R 38 ) f , (CH(R 15 )) C , and 
(CH(R 15 )) e are bonded to E°; 

Y° is Q b -Q sss , wherein Q sss is (CH(R 38 )) r -\y 3 , r is an integer selected 
from 1 through 3, and w 3 is selected from the group consisting of 1,1- 

cyclopropyl, 1,2-cyclopropyI, 1,1-cyclobutyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 
1 3-cyclohexyl, 1,4-cyclohexyl, 1 ,2-cyclopentyl, 1 3-cyclopentyl, 23- 
morpholinyl, 2,4-morpholinyl, 2,5-morpholinyl, 2,6-morpholinyl, 3,4- 
morpholinyl,3,5-morpholinyl, 1 ,2-piperazinyl, 13-piperazinyl, 1,4-piperazinyl, 
23-piperazinyl, 2,5-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 
1,4-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 2,5-piperidinyl, 2,6-piperidinyl, 
3,4-piperidinyl, 3,5-piperidinyl, 3,6-piperidinyl, 1 ,2-pyrrolidinyl, 1 3- 
pyrrolidinyl, 23 pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 
2H-23-pyranyl, 2H-2,4-pyranyl, 2H-2,5-pyranyl, 4H-23-pyranyl, 4H-2,4- 
pyranyl, 4H-2,5-pyranyl, 2H-pyran-2-one-3,4-yl, 2H-pyran-2-one-4,5-yl, 4H- 
pyran^-one-23-yl, 2,3-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5- 
tetrahydrofuranyl,3,4-tetrahydrofuranyl, 23-tetrahydropyianyl, 2,4- 
tetrahydropyranyl, 2,5-tetrahydropyranyl, 2,6-tetrahydropyranyl, 3,4- 

tetrahydropyranyl, and 3,5-tetrahydropyranyl with the proviso that (CH(R 38 )) r 
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is bonded to E and Q is bonded to lowest numbered substituent position of 
each W 3 ; 

Y° is Q b -Q sssr , wherein Q sssr is (CH(R 38 )) r -W 4 , r is an integer 

4 

selected from 1 through 3, and W is selected from the group consisting of 1 ,2- 

cyclobutyl, 1 ,2-cyclohexyl, 13-cyclohexyl, 1,4-cyclohexyl, 1,2-cyclopentyl, 13- 
cyclopentyl, 23-morpholinyl, 2,4-morpholinyl, 2,5-morpholinyl, 2,6- 
morpholinyl, 3,4-morpholinyl, 3,5-morpholinyl, 1,2-piperazinyl, 13-piperazinyl, 
1,4-piperazinyl, 23-piperazinyl, 2,5-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 
13-piperidinyl, 1,4-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 2,5-piperidinyl, 
2,6-piperidinyl, 3,4-piperidinyl, 3,5-piperidinyl, 3,6-piperidinyl, 1,2-pyrrolidinyl, 
13-pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4- 
pyrrolidinyl, 2H-23-pyranyl, 2H-2,4lpyranyl, 2H-2,5-pyranyl, 4H-23-pyranyl, 
4H-2,4-pyranyl, 4H-2,5-pyranyl , 2H-pyran-2-one-3,4-yl, 2H-pyran-2-one^ ) 5- 
yl, 4H-pyran-4-one-23-yl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5- . 
tetrahydrofuranyl, 3,4-tetrahydrofuranyi, 23-tetrahydropyranyl, 2,4- 
tetrahydropyranyl, 2,5-tetrahydropyranyl, 2,6-tetrahydropyranyl, 3,4- 

tetrahydropyranyl, and 3,5-tetrahydropyranyl with the provisos that (CH(R 38 )) r 
is bonded to E° and Q b is bonded to highest number substituent position of 
each W 4 ; 

v»° • /~yb >-vSsss , . ^ssss . 38 5 

r is y , wherein Q is (CH(R )) r -W , r is an integer 

selected from 1 through 3, and w 5 is selected from the group consisting of 1,4- 
indenyl, 13-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
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isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1,5-naphtbyl, 1,6-naphthyl, 1 ,7-naphthyI, 1,8- 
5 naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinoliny], 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinoIinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyl, 3,4- 

10 isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinoIinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnoIinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 
the proviso that Q b is bonded to lowest number substituent position of each 

15 W 5 and that (CH(R 38 )) r is bonded to E°; 

Y° is Q b -Q ssssr , wherein Q SSSSr is (CH(R 38 )) r - W 6 , r is an integer 

selected from 1 through 3, and W 6 is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 

2 0 benzofuranyl, 2^-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,Sindolyl, 2,6-indolyl, 2,7- 

25 indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1^- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2^-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3^-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 

30 benzisoxazolyl, 1,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 

naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,S 
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quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyl, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 
the proviso that Q b is bonded to highest number substituent position of each 
W 6 and that (CH(R 38 )) r is bonded to E° 

3. The compound as recited in Claim 1 or a phamiaceutically acceptable salt 
thereof, wherein; 

J is selected from the group consisting of hydrido, halo, hydroxy, 
hydroxyalkyl, amino, aminoalkyl, cyano, haloalkyl, carboxy, carboxyalkyl, 

amidocarbonyl, acyl, O-R 6 , NH-R 6 , S-R 6 , wherein R 6 is selected from the 

group consisting of alkyl and haloalkyl; 
B is formula (V): 

>34 




(V) 

12 12 1 
wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 12 1 
than one is a covalent bond, no more than one of D , D , J , J and K is O, 

no more than one of d\ D 2 , J 1 , J 2 and K 1 is S, one of D 1 , D 2 , J 1 , J 2 and K 1 

12 12 1 
must be a covalent bond when two of D ,D ,J ,JandK are O and S, and 

12 12 1 
no more than four of D , D , J , J and K are N; 
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_ 32 33 34 35 36 h 
K , R , R , R , and R are independently selected to be Q ; 

R 9 R 10 R 11 R 12 R 13 R 16 R 17 p 18 D 19 o 32 o 33 o 34 ^ 
' ' K R > R R .R ,R ,R ,R ,R ,R ,R ,and 



.36 



R are independently selected from the group consisting of hydrido, amidino, 

guanidino, dialkylsulfonium, trialkylphosphonium, dialkylsulfoniumalkyl, 
carboxy, heteroaralkylthio, heteroaralkoxy, cycloalkylamino, acylalkyl, 
acylalkoxy, aryloylalkoxy, heterocyclyloxy, aralkylaryl, aralkyl, aralkenyl, 
aralkynyl, heterocyclyl, perhaloaralkyl, aralkylsulfonyl, aralkylsulfonylalkyl, 
aralkylsulfinyl, aralkylsulfinylalkyl, halocycloalkyl, halocycloalkenyl, 
cycloalkylsulfinyl, cycloalkylsulfmylalkyl, cycloalkylsulfonyl, 
cycloalkylsulfonylalkyl, heteroarylamino, N-heteroarylamino-N-aJkylamino, 
heteroarylaminoalkyl, haloalkylthio, alkanoyloxy, alkoxy, alkoxyalkyl, 
haloalkoxylalkyl, heteroaralkoxy, cycloalkoxy, cycloalkenyloxy, 
cycloalkoxyalkyl, cycloalkylalkoxy, cycloalkenyloxyalkyl, cycloalkylenedioxy, 
halocycloalkoxy, halocycloalkoxyalkyl, halocycloalkenyloxy, 
halocycloalkenyloxyalkyl, hydroxy, amino, alkoxyamino, thio, nitro, lower 
alkylamino, alkylthio, alkylthioalkyl, arylamino, aralkylamino, arylthio, 
arylthioalkyl, heteroaralkoxyalkyl, alkylsulfinyl, alkylsulfinylalkyl, 
arylsulfinylalkyl, arylsulfonylalkyl, heteroarylsulfinylalkyl, 
heteroarylsulfonylalkyl, alkylsulfonyl, alkylsulfonylalkyl, 
haloalkylsulfinylalkyl, haloalkylsulfonylalkyl, alkylsulfonamido, 
alkylaminosulfonyl, amidosulfonyl, monoalkyl amidosulfonyl, dialkyl 
amidosulfonyl, monoarylamidosulfonyl, arylsulfonamido, diarylamidosulfonyl, 
monoalkyl monoaryl amidosulfonyl, arylsulfinyl, arylsulfonyl, heteroarylthio, 
heteroarylsulfinyl, heteroarylsulfonyl, heterocyclylsulfonyl, heterocyclylthio, 
alkanoyl, alkenoyl, aroyl, heteroaroyl, aralkanoyl, heteroaralkanoyl, 
haloalkanoyl, alkyl, alkenyl, alkynyl, alkenyloxy, alkenyloxyalky, 
alkylenedioxy, haloalkylenedioxy, cycloalkyl, cycloalkylalkanoyl, 
cycloalkenyl, lower cycloalkylalkyl, lower cycloalkenylalkyl, halo, haloalkyl, 
haloalkenyl, haloalkoxy, hydroxyhaloalkyl, hydroxyaralkyl, hydroxyalkyl, 
aminoalkyl, hydoxyheteroaralkyl, haloalkoxyalkyl, aryl, aralkyl, aryloxy, 
aralkoxy, aryloxyalkyl, saturated heterocyclyl, partially saturated heterocyclyl, 
heteroaryl, heteroaryloxy, heteroaryloxyalkyl, aiylalkyl, heteroarylalkyl, 
arylalkenyl, heteroaryl alkenyl, carboxyalkyl, carboalkoxy, alkoxycarboxamido, 
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alkylamidocarbonylamido, arylamidocarbonylamido, carboalkoxyalkyl, 
carboalkoxyalkenyl, carboaralkoxy, carboxamido, carboxamidoalkyl, cyano, 
carbohaloalkoxy, phosphono, phosphonoalkyl, diaralkoxyphosphono, and 
diaralkoxyphosphonoalkyl; 
5 B is selected from the group consisting of C3-C8 alkyl, C3-C8 alkenyl, 

C3-C8 alkynyl, C3-C8 haloalkyl, and C3-C8 haloalkenyl wherein each member 
of group B may be optionally substituted at any carbon up to and including 6 
atoms from the point of attachment of B to A with one or more of the group 

consisting of R 32 , R33, R34, R35, and R 36 ; 

10 B is selected from the group consisting of C3-C10 cycloalkyl, CS-C10 

cycloalkenyl, C4-C9 saturated heterocyclyl, and C4-C9 partially saturated 

heterocyclyl, wherein each ring carbon may be optionally substituted with R33, 

a ring carbon other than the ring carbon at the point of attachment of B to A 
may be optionally substituted with oxo provided that no more than one ring 
15 carbon is substituted by oxo at the same time, ring carbon and nitrogen atoms 
adjacent to the carbon atom at the point of attachment may be optionally 

substituted with R9 or RJ3, a ring carbon or nitrogen atom adjacent to the Rg 

position and two atoms from the point of attachment may be substituted with 

R|q, a ring carbon or nitrogen atom adjacent to the Rj 3 position and two atoms 

2 0 from the point of attachment may be substituted with R| 2 , a ring carbon or 

nitrogen atom three atoms from the point of attachment and adjacent to the R]q 
position may be substituted with R j j , a ring carbon or nitrogen atom three 
atoms from the point of attachment and adjacent to the Rj 2 position may be 
substituted with R33, and a ring carbon or nitrogen atom four atoms from the 

25 point of attachment and adjacent to the Rj j and R33 positions may be 
substituted with R34; 
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A is selected from the group consisting of single covalent bond, 
( W 7 ) rr -(CH(R 15 )) pa and (CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer 

7 

selected from 0 through 1, pa is an integer selected from 0 through 6, and W 
is selected from the group consisting of O, S, C(O), C(S), C(0)S, C(S)0, 
5 C(0)N(R ? ), C(S)N(R ? ), (R 7 )NC(0), (R ? )NC(S), S(O), S(0) 2 , S(0) 2 N(R ? ), 

(R 7 )NS(0) 2 , C(NR ? )N(R 7 ), (R 7 )NC(NR ? ), and N(R ? ) with the proviso that 

no more than one of the group consisting of rr and pa is 0 at the same time; 
7 8 

R and R are independently selected from the group consisting of 

hydrido, hydroxy, alkyl, and alkoxyalkyl; 

14 15 37 38 
10 R , R , R , and R are independently selected from the group 

consisting of hydrido, hydroxy, halo, alkyl, alkoxyalkyl, haloalkyl, haloalkoxy, 
and haloalkoxyalkyl; 

^ is selected from the group consisting of NR 5 , O, C(O), C(S), S, 
39 40 

S(O), S(0) 2 , and CR R with the provisos that V is selected from other 

15 than NR 5 , O, S, S(O), and S(0) 2 unless any two of X°, R 2 , R 1 , and J are other 

than hydrido,or that W is selected from other than O, unless A is selected from 
other than methylene when B is phenyl, that W is selected from other than 
C(O), unless A is selected from other than methyleneoxy when B is phenyl, or 
that *P is selected from other than NH unless A is selected from other than a 
2 0 single covalent bond when B is acyl, or that *I> is selected from other than NH 

unless A is selected from other than S(O) or S(0) 2 when B is phenyl; 
5 

R is selected from the group consisting of hydrido, alkyl, and alkoxy; 
39 40 

R and R are independently selected from the group consisting of 

hydrido, hydroxy, halo, hydroxyalkyl, alkyl, alkoxyalkyl, haloalkyl, haloalkoxy, 
2 5 and haloalkoxyalkyl; 

X°, R 2 andR 1 are independently selected from the group consisting of 

Z°-Q, hydrido, alkyl, alkenyl, and halo; 
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X°, R 2 and R 1 are independently selected from the group consisting of 
amidino, guanidino, dialkyisulfonium, trialkylphosphonium, 
dialkylsulfoniumalkyl, heteroarylamino, amino, nitro, alkylamino, arylamino, 
aralkylamino, alkanoy], alkenoyl, aroyl, heteroaroyl, aralkanoyl, 
heteroaralkanoyl, haloalkanoyl, hydroxyhaloalkyl, cyano, and phosphono; 

Z is selected from the group consisting of covalent single bond, 

(CR 41 R 42 ) q wherein q is an integer selected from 1 through 2, (CH(R 41 )) g - 
o 42 

W -(CH(R )) p wherein g and p are integers independently selected from 0 
through 2 and \y° is selected from the group consisting of O, S, C(O), C(S), 
C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 41 ), (R 41 )NC(0), C(S)N(R 41 ), 
(R 41 )NC(S), OC(0)N(R 41 ),(R 41 )NC(0)0, SC(S)N(R 41 ), (R 41 )NC(S)S, 
SC(0)N(R 41 ), (R 41 )NC(0)S, OC(S)N(R 41 ), (R 41 )NC(S)0, 
N(R 42 )C(0)N(R 41 ), (R 41 )NC(0)N(R 42 ), N(R 42 )C(S)N(R 41 ), 

(R 41 )NC(S)N(R 42 ), S(O), S(0) 2 , S(0) 2 N(R 41 ), N(R 41 )S(0) 2 , N(R 41 ), 

41 41 2 42 

ON(R ),and(CH(R )) e -W^-(CH(R^)) h wherein e and h are integers 

independently selected from 0 through 2 and is selected from the group 

41 42 41 42 
consisting of CR =CR , CR R =C; vinylidene), and ethynylidene (C-C; 

41 42 

1 ,2-ethynyl), with the provisos that R and R are selected from other than 
halo and cyano when directly bonded to N and Z° is directly bonded to the 
benzene ring, that W° is selected, wherein g is 0, from other than 
NHS(0) 2 CH 2 aryl or N(R 41 ) unless R 41 is selected from other than hydrido, 

alkyl, or aralkylsulfonyl, and Z° is selected from other than OC(O), C(0)N(H), 
and (H)NC(O), unless Q is selected from other than phenyl, 2-furyl, 2-thienyl, 
4-thiazolyI, 2-pyridyl, 2-naphthyl, l,2-dihydrobenzofuran-5-yl, 1,2- 

dihydrobenzofuran-6-yl, or l,2benzisoxazol-6-yl , orX° is selected from other 
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than hydrido, halo, or methyl, or R* is selected from other than hydrido, fluoro, 

hydroxy, acetoxy, propanoyloxy, 2-carboxyacetoxy, 23 or 4- 
carboxypropanoyloxy, benzoyloxy, methyl, or methoxy; 
41 42 

R and R are independently selected from the group consisting of 

5 hydrido, hydroxy, halo, cyano, aryloxy, hydroxyalkyl, acyl, aroyl, heteroaroyl, 
heteroaryloxyalkyl, alkoxy, alkyl, aryl, aralkyl, aryloxyalkyl, 
aralkoxyalkylalkoxy, alkoxyalkyl, heteroaryloxyalkyl, cycloalkyl, 
cycloalkylalkyl, cycloalkylalkenyl, cycloalkenyl, cycloalkenylalkyl, haloalkyl, 
haloalkenyl, halocycloalkyl, halocycloalkenyl, haloalkoxy, haloalkoxyalkyl, 
1 0 haloalkenyloxyalkyl, halocycloalkoxy, halocycloalkoxy alkyl, 

halocycloalkenyloxy alkyl, saturated heterocyclyl, partially saturated 
heterocyclyl, heteroaryl, and heteroaralkyl; 
Q is formula (II): 

r 

R 1C L Jl pi 2 



2' 

I 



R 9/ Dl \^ D2 ^ R 13 

■ (II) 

12 12 1 

15 wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 12 1 
than one is a covalent bond, no more than one of D , D , J , j and K is O, 

no more than one of d\ D^, J 1 , J 2 and K* is S, one of D 1 , D^, j\ and 

12 12 1 
must be a covalent bond when two of D , D , J , J and K are O and S, and 

12 12 1 9 

20 no more than four of D , D , J , J and K are N, with the proviso that R , 

R^, R^ \ R^, and R^ are each independently selected to maintain the 

tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 
sulfur, and the divalent nature of oxygen; 
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Q is selected from the group consisting of alkyl, alkoxy, alkylamino, 
alkylthio, haloalkylthio, saturated heterocyclyl, alkyl, partially saturated 
heterocyclyl, acyl, aroyl, heteroaroyl, cycloalkyl, cycloalkylalkyl, cycloalkenyl, 
cycloalkenylalkyl, cycloalkylalkenyl, haloalkyl, haloalkoxy, haloalkenyl, 
5 halocycloalkyl, halocycloalkenyl, haloalkoxyalkyl, haloalkenyl oxyalkyl, 
halocycloalkoxyalkyl, and halocycloalkenyloxyalkyl; 

K is ) n wherein n is the integer 1; 

4a 4b 

R and R are independently selected from the group consisting of 

halo, hydrido, hydroxy, hydroxyalkyl, alkyl, alkoxyalkyl, and haloalkyl; 

0 1 4a 4b 1 

10 E is E , when K is (CR K ) n , wherein E is selected from the group 

consisting of a covalent single bond, O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, 

C(S)S, C(0)N(R ? ), (R 7 )NC(0), C(S)N(R ? ), (R ? )NC(S), OC(0)N(R 7 ), 

(R 7 )NC(0)0/SC(S)N(R 7 ), (R ? )NC(S)S, SC(0)N(R ? ), (R 7 )NC(0)S, 

OC(S)N(R ? ), (R ? )NC(S)0, N(R 8 )C(0)N(R 7 ), (R 7 )NC(0)N(R 8 ), 

15 N(R 8 )C(S)N(R 7 ), (R ? )NC(S)N(R 8 ), S(O), S(0) 2 , S(0) 2 N(R 7 ), N(R 7 )S(0) 2 , 

S(0) 2 N(R )C(0), C(0)N(R )S(0) 2 , N(R ), ON(R ), CR 3 =CR , 

4a 4b 

ethynylidene (OC; 1 ,2-ethynyl), and C=CR R ; 
14 

K is (CH(R ))j-T wherein j is selected from a integer from 0 through 

1 and T is selected from the group consisting of single covalent bond, O, S, and 

7 14 
2 0 N(R ) with the proviso that (CH(R ))j is bonded to the phenyl ring; 

o 2 14 2 

E is E , when K is (CH(R ))j-T, wherein E is selected from the 

group consisting of a covalent single bond, C(O), C(S), C(0)0, C(S)0, C(0)S, 

C(S)S, C(0)N(R ? ), (R ? )NC(0), C(S)N(R ? ), (R ? )NC(S), (R ? )NC(0)0, 

(R 7 )NC(S)S, (R ? )NC(0)S, (R ? )NC(S)0, N(R 8 )C(0)N(R ? ), 
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(R ? )NC(0)N(R 8 ), N(R 8 )C(S)N(R ? ), (R 7 )NC(S)N(R 8 ), S(O), S(0) 2 , 

S(0) 2 N(R 7 ), N(R ? )S(0) 2 , S(0) 2 N(H)C(0), C(0)N(H)S(O) 2 , and N(R 7 ); 

K is G-CCHCR 15 ))^ wherein k is the integer 1 and G is selected from 

7 

the group consisting of O, S, and N(R ); 

5 E° is E 3 , when K is G-(CH(R 1 5 )) k , wherein E 3 is selected from the 

group consisting of a covalent single bond, O, S, C(0), C(S), C(0)0, C(S)0, 
C(0)S, C(S)S, C(0)N(R ? ), (R ? )NC(0), C(S)N(R ? ), (R ? )NC(S), 

OC(0)N(R 7 ), (R ? )NC(0)0, SC(S)N(R ? ), (R 7 )NC(S)S, SC(0)N(R ? ), 

(R ? )NC(0)S, OC(S)N(R 7 ), (R 7 )NC(S)0, N(R 8 )C(0)N(R 7 ), 

1 0 (R ? )NC(0)N(R 8 ), N(R 8 )C(S)N(R ? ), (R ? )NC(S)N(R 8 ), S(O), S(0) 2 , 

S(0) 2 N(R ? ), N(R 7 )S(0) 2 , N(R 7 ), ON(R ? ), CR^CR 4 * 5 , ethynylidene (C=C; 

4a 4b 

1,2-ethynyl), and C=CR R ; 
Y° is formula (IV): 




5 6 5 6 

15 wherein D , D ,J , and J are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 
u 2 

than one is a covalent bond, K is independently selected from the group 



consisting of C and N + , no more than one of D 5 , D 6 , J 5 , and J 6 is O, 



no more 
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than one of D 5 , D 6 , J 5 , and J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a 

covalent bond when two of D 5 , D 6 , J 5 , and J 6 are O and S, no more than three 

of D 5 , D 6 , J 5 , and J 6 are N when K 2 is N + , and no more than four of D 5 , D 6 , 

J 5 , and J 6 are N when K 2 is carbon with the provisos that R 16 , R 17 , R 18 , and 
19 

R are each independently selected to maintain the tetravalent nature of carbon, 

trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent nature 
of oxygen; 

Q b is selected from the group consisting of NR 2 °R 21 , + NR 2 °R 21 R 22 , 

oxy, alkyl, alkylaminoalkyl, aminoalkyl, dialkylsulfoniumalkyl, and acylamino 
20 21 22 

wherein R , R , and R are independently selected from the group 
consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 

20 

aminoalkyl, and hydroxyaJkyl with the provisos that no more than one of R , 
21 22 

R , and R is hydroxy, alkoxy, alkylamino, amino, or dialkylamino and that 
20 21 22 

R , R , and R must be other than be hydroxy, alkoxy, alkylamino, amino, 

2 4 

and dialkylamino when K is N ; 

Q b is selected from the group consisting of N(R 26 )S0 2 N(R 23 )(R 24 ), 

N(R 26 )C(0)OR 5 , N(R 26 )C(0)SR 5 , N(R 26 )C(S)OR 5 and N(R 26 )C(S)SR 5 

23 24 26 

with the proviso that no more than one of R ,R , and R is hydroxy, 

alkoxy, alkylamino, amino, or dialkylamino when two of the group consisting 

23 24 26 
of R , R , and R are bonded to the same atom; 

Q b is selected from the group consisting of dialkylsulfonium, 

trialkylphosphonium, CCNR^NR^R 24 N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 

N(R 26 )C(0)N(R 23 )(R 24 ), N(R 26 )C(S)N(R 23 )(R 24 ), C(NR 25 )OR 5 , 
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C(0)N(R 26 )C(NR 25 )N(R 23 )(R 24 ),C(S)N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 

N(R 26 )N(R 26 )C(NR 25 )N(R 23 )(R 24 ),N(R 26 )N(R 26 )S0 2 N(R 23 )(R 24 ), 

25 5 23 24 23 24 

C(NR )SR ,C(0)NR R , and C(0)NR R with the provisos that no 

23 24 26 

more than one of R , R , and R is hydroxy, alkoxy, alkylamino, amino, or 

23 24 26 

5 dialkylamino when two of the group consisting of R , R , and R are 

bonded to the same atom and that said Q* 5 group is bonded directly to a carbon 
atom; 

23 24 25 26 
R , R , R , and R are independently selected from the group 

consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 
1 0 aminoalkyl, and hydroxyalkyl; 

s 

Q is selected from the group consisting of a single covalent bond, 
37 38 o 

(CR R ) b -( W ) 3Z wherein az is an integer selected from 0 through 1 , b is an 
integer selected from 1 through 2, and is selected from the group consisting 
of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, C(0)N(R 14 ), 
15 (R 14 )NC(0), C(S)N(R 14 ), (R 14 )NC(S), OC(0)N(R 14 ), SC(S)N(R 14 ), 
SC(0)N(R 14 ), OC(S)N(R 14 ), N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), 
N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 
N(R 14 )S(0) 2 , N(R 14 ), ON(R M ), (CH(R 14 )) c -W 1 -(CH(R 15 )) d wherein c 

and d are integers independently selected from 1 through 2, and W* is selected 
2 0 from the group consisting of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, 
C(0)N(R 14 ), (R 14 )NC(0), C(S)N(R 14 ), (R 14 )NC(S), OC(0)N(R 14 ), 

(R 14 )NC(0)0, SC(S)N(R 14 ),(R 14 )NC(S)S, SC(0)N(R 14 ), (R 14 )NC(0)S, 

OC(S)N(R 14 ), (R 14 )NC(S)0, N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), 
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N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 

N(R 14 )S(0) 2 , N(R 14 ), ON(R 14 ), and (CH(R 14 )) e -W 2 -(CH(R 15 )) h wherein 

e and h are integers independently selected from 0 through 2 and w 2 is 

4a 4b 

selected from the group consisting of CR =CR , ethynylidene (OC; 1,2- 

4a 4b 14 15 

ethynyl), and C=CR R with the provisos that R and R are selected 

from other than halo and cyano when directly bonded to N and that 

^5^7 3^? 1 1 ^\ 

(CR R ) 5 ,(CH(R )) C ,(CH(R )) e and are bonded to E°; 

X) . b ss ss 

Y is Q -Q wherein Q is selected from the group consisting of 
37 38 

(CR R ) { wherein f is an integer selected from 1 through 4, (CH(R )) c - 

W 1 -(CH(R 15 )) d wherein c and d are integers independently selected from 1 

through 2, and W* is selected from the group consisting of is selected 
from the group consisting of O, S, C(O), C(S), C(0)0, C(S)0, C(0)S, C(S)S, 
C(0)N(R 14 ), (R 14 )NC(0), C(S)N(R 14 ), (R 14 )NC(S), OC(0)N(R 14 ), 

(R 14 )NC(0)0, SC(S)N(R 14 ), (R 14 )NC(S)S, SC(0)N(R 14 ), (R 14 )NC(0)S, 

OC(S)N(R 14 ), (R 14 )NC(S)0, N(R 15 )C(0)N(R 14 ), (R 14 )NC(0)N(R 15 ), 

N(R 15 )C(S)N(R 14 ), (R 14 )NC(S)N(R 15 ), S(O), S(0) 2 , S(0) 2 N(R 14 ), 

N(R 14 )S(0) 2 , N(R 14 ), ON(R 14 ), and (CH(R 14 )) e -W 2 -(CH(R 15 )) h wherein 

e and h are integers independently selected from 0 through 2 and w 2 is 

4a 4b 

selected from the group consisting of CR =CR , ethynylidene (OC; 1 ,2- 

4a 4b 14 15 

ethynyl), and C=CR R with the provisos that R and R are selected 

37 38 

from other than halo when directly bonded to N and that (CR R ) f , 
(CH(R 15 )) C , and (CH(R 15 )) e are bonded to E°; 
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jO b sss sss 38 3 

i is Q -Q wherein Q is (CH(R )) r -W , r is an integer selected 

from 1 through 2, and w 3 is selected from the group consisting of 1,1- 

cyclopropyl, 1,2-cyclopropyl, 1,1-cyclobutyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 
13-cyclohexyl, 1,4-cyclohexyl, 1 ,2-cyclopentyl, 13-cyclopentyl, 23- 
morpholinyl, 2,4-moipholinyl, 2,5-morpholinyl, 2,6-morpholinyl, 3,4- 
morpholinyl,3,5-morpholinyl, 1,2-piperazinyl, 13-piperazinyl, 1,4-piperazinyl, 
23-piperazinyl, 2,5-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 
1,4-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 2,5-piperidinyl, 2,6-piperidinyl, 
3,4-piperidinyl,3,5-piperidinyl,3,6-piperidinyl, 1,2-pyrrolidinyl, 13- 
pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrroIidinyl, 
2H-23-pyranyl, 2H-2,4-pyranyl, 2H-2,5-pyranyl, 4H-2,3-pyranyl, 4H-2,4- 
pyranyl, 4H-2,5-pyranyl, 2H-pyran-2-one-3,4-yl, 2H-pyran-2-one-4,5-yl, 4H- 
pyran-4-one-23-yl, 2,3-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5- 
tetrahydrofuranyl, 3,4-tetrahydrofuranyl, 23-tetrahydropyranyl, 2,4- 
tetrahydropyranyl, 2,5-tetrahydropyranyl, 2,6-tetrahydropyranyl, 3,4- 

38 

tetrahydropyranyl, and 3,5-tetrahydropyranyl with the proviso that (CH(R )) r 
is bonded to E° and Q b is bonded to lowest numbered substituent position of 
each W^; 

Y° is Q b -Q sssr wherein Q SSSr is (CH(R 38 )) r -W 4 , r is an integer 

4 

selected from 1 through 2, and W is selected from the group consisting of 1,2- 
cyclobutyl, 1,2-cyclohexyl, 13-cyclohexyl, 1,4-cyclohexyl, 1,2-cyclopentyl, 13- 
cyclopentyl, 23-morpholinyl, 2,4-morpholinyl, 2,5-morpholinyl, 2,6- 
morpholinyl, 3,4-morpholinyl, 3,5-morpholinyl, 1,2-piperazinyl, 13-piperazinyl, 
1,4-piperazinyl, 23-piperazinyl, 2,5-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 
13-piperidinyl, 1,4-piperidinyl, 23-piperidinyl, 2,4-piperidinyl, 2,5-piperidinyl, 
2,6-piperidinyl, 3,4-piperidinyl, 3,5-piperidinyl, 3,6-piperidinyl, 1,2-pyrrolidinyl, 
13-pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4- 
pyrrolidinyl, 2H-23-pyranyl, 2H-2,4-pyranyl, 2H-2,5-pyranyl, 4H-23-pyranyl, 
4H-2,4-pyranyl, 4H-2,5-pyranyl, 2H-pyran-2-one-3,4-yl, 2H-pyran-2-one-4,5- 
yl, 4H-pyran-4-one-23-yl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 2,5- 
tetrahydrofuranyl, 3,4-tetrahydrofuranyl, 23-tetrahydropyranyl, 2,4- 
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tetrahydropyranyl, 2,5- tetrahydropyranyl, 2,6- tetrahydropyranyl, 3,4- 

38 

tetrahydropyranyl, and 3,5-tetrahydropyranyl with the provisos that (CH(R )) r 
is bonded to E° and Q b is bonded to highest number substituent position of 
each W 4 ; 

5 Y° is Q b -Q SSSS wherein Q SSSS is (CH(R 38 )) r -W 5 , r is an integer 

selected from 1 through 2, and is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 

10 benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 

1 5 isoindolyl, 1 ,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyI, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1 ,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 

2 0 naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyl, 3,4- 

2 5 isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 

the proviso that Q b is bonded to lowest number substituent position of each 
30 W 5 and that (CH(R 38 )) r is bonded to E°; 
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Y° is Q b -Q ssssr wherein Q SSSSr is (CH(R 38 )) r -W 6 r is an integer 

selected from 1 through 2, and is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 
naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6Hquinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinohnyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinoIinyl, 1,8-isoquinolinyl, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 

the proviso that Q b is bonded to highest number substituent position of each 
W 6 and that (CH(R 38 )) r is bonded to E° 

4. The compound as recited in Claim 3 or a pharmaceutically acceptable salt 
thereof, wherein; 

J is selected from the group consisting of hydrido, halo, hydroxy, 

6 6 6 6 

hydroxyalkyl, amino, aminoalkyl, O R , NH-R , and S-R , wherein R is 

selected from the group consisting of alkyl and haloalkyl; 
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B is formula (V): 



R 34 




(V) 

12 12 1 
wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 12 1 

5 than one is a covalent bond, no more than one of D , D , J , J and K is O, 

12 12 1 12 12 1 

no more than one of D , D , J , J and K is S, one of D , D , J , J and K 

12 12 1 
must be a covalent bond when two of D , D , J , J and K are O and S, and 

1 2 1 J2 1 
no more than four of D , D , J , J and K are N; 

32 33 34 35 J 36 . J l t t h 

R , R , R , R , and R are independently selected to be Q ; 

9 10 11 12 13 32 33 34 35 J 36 
10 R,R ,R ,R ,R ,R ,R ,R ,R , and R are 

independently selected from the group consisting of hydrido, amidino, 
guanidino, dialkylsulfonium, carboxy, haloalkylthio, alkanoyloxy, alkoxy, 
alkoxyalkyl, haloalkoxylalkyl, hydroxy, amino, alkoxyamino, thio, nitro, lower 
alkylamino, alkylthio, alkylthioalkyl, alkylsulfinyl, alkylsulfinylalkyl, 

15 alkylsulfonyl, alkylsulfonylalkyl, haloalkylsulfinylalkyl, haloalkylsulfonylalkyl, 
alkylsulfonamido, alkylaminosulfonyl, amidosulfonyl, monoalkyl 
amidosulfonyl, dialkyl amidosulfonyl, monoarylamidosulfonyl, alkanoyl, 
alkenoyl, haloalkanoyl, alkyl, alkenyl, alkenyloxy, alkenyloxyalky, halo, 
haloalkyl, haloalkenyl, haloalkoxy, hydroxyhaloalkyl, hydroxyalkyl, aminoalkyl, 

2 0 haloalkoxyalkyl, carboxyalkyl, carboalkoxy, alkoxycarboxamido, 

alkylamidocarbonylamido, carboalkoxyalkyl, carboalkoxy alkenyl, carboxamido, 
carboxarnidoalkyl, and cyano; 

B is selected from the group consisting of C3-C8 alkyl, C3-C8 alkenyl, 
C3-C8 alkynyl, C3-C8 haloalkyl, and C3-C8 haloalkenyl wherein each member 

298 



C-3455 

of group B may be optionally substituted at any carbon up to and including 6 
atoms from the point of attachment of B to A with one or more of the group 

consisting of R 32 , R33, R34, R35, and R 36 ; 

B is selected from the group consisting of C3-C10 cycloalkyl, C5-C10 
5 cycloalkenyl, C4-C9 saturated heterocyclyl, and C4-C9 partially saturated 

heterocyclyl, wherein each ring carbon may be optionally substituted with R33, 

a ring carbon other than the ring carbon at the point of attachment of B to A 
may be optionally substituted with oxo provided that no more than one ring 
carbon is substituted by oxo at the same time, ring carbon and nitrogen atoms 
10 adjacent to the carbon atom at the point of attachment may be optionally 

substituted with R9 or R| 3 , a ring carbon or nitrogen atom adjacent to the R9 

position and two atoms from the point of attachment may be substituted with 

Rjq, a ring carbon or nitrogen atom adjacent to the Rj 3 position and two atoms 

from the point of attachment may be substituted with Rj 2 , a ring carbon or 

15 nitrogen atom three atoms from the point of attachment and adjacent to the Rjq 

position may be substituted with Rj j, a ring carbon or nitrogen atom three 

atoms from the point of attachment and adjacent to the Rj2 position may be 

substituted with R33, and a ring carbon or nitrogen atom four atoms from the 

point of attachment and adjacent to the R j j and R33 positions may be 

2 0 substituted with R34; 

A is selected from the group consisting of single covalent bond, 
(W 7 ) rr ~(CH(R 15 )) pa and (CH(R 15 )) pa -(W 7 ) rT wherein rr is an integer 

7 

selected from 0 through 1, pa is an integer selected from 0 through 6, and W 
is selected from the group consisting of O, S, C(O), C(S), C(0)S, C(S)0, 
25 C(0)N(R ? ), C(S)N(R 7 ), (R ? )NC(0), (R ? )NC(S), S(O), S(0) 2 , S(0) 2 N(R 7 ), 
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(R ? )NS(0) 2 , C(NR 7 )N(R 7 ), (R 7 )NC(NR ? ), and N(R ? ) with the proviso that 

no more than one of the group consisting of rr and pa is 0 at the same time; 
7 8 

R and R are independently selected from the group consisting of 

hydrido, hydroxy, alkyl, and alkoxyalkyl; 
15. 

R is selected from the group consisting of hydrido, hydroxy, halo, 
alkyl, and haloalkyl; 

V is NHwith the provisos that W is selected from other than NH 

unless any two of X°, R 2 , R 1 , and J are other than hydrido or that W is 
selected from other than NH unless A is selected from other than a single 
covalent bond when B is acyl, or that V is selected from other than NH unless 

A is selected from other than S(O) or S(0) 2 when B is phenyl; 

is hydrido; 

R 1 is selected from the group consisting of hydrido, alkyl, alkoxy, 
alkylamino, alkylthio, haloalkyl thio, haloalkyl, haloalkoxy, and halo; 

R 2 is selected from the group consisting of Z°-Q, hydrido, alkyl, 
alkenyl, and halo; 

Z° is a covalent single bond; 
Q is formula (II): 

f 

Rl \^ Kl «v- Rl2 



R 9/ D ^^ R 13 



(II) 



1 2 1 _2 1 
wherein D , D , J , J and K are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

12 12 1 
than one is a covalent bond, no more than one of D ,D ,J ,J and K isO, 
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no more than one of D 1 , T? , J*, J and K 1 is S, one of D 1 , D 2 , J 1 , J 2 and K 1 

12 1^1 
must be a covalent bond when two of D , D ,J ,J^andK are O and S, and 

12 12 1 9 

no more than four of D , D ,J , J and K are N, with the proviso that R , 

10 11 12 13 
R , R , R , and R are each independently selected to maintain the 

5 tetravalent nature of carbon, trivalent nature of nitrogen, the divalent nature of 
sulfur, and the divalent nature of oxygen; 

KisCR 4a R 4b ; 
4a 4b 

R and R are independently selected from the group consisting of 

halo, hydrido, hydroxy, alkyl, and haloalkyl; 

o 1 4a 4b 1 

10 E isE ,whenKisCR R , wherein E is selected from the group 

consisting of a covalent single bond, C(0)N(H), (H)NC(O), C(S)N(H), 
(H)NC(S), S(0) 2 N(H), N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 
14 

K is (CH(R ))j-T wherein j is selected from an integer from 0 through 

1 and T is selected from the group consisting of single covalent bond and 

7 14 
1 5 N(R ) with the proviso that (CH(R ))j is bonded to the phenyl ring; 

o 2 14 2 

E isE , when K is (CH(R ))j-T, wherein E is selected from the 

group consisting of C(0)N(H), (H)NC(O), C(S)N(H), (H)NC(S), S(0) 2 N(H), 

N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 
14 

R is selected from the group consisting of hydrido, halo, alkyl, and 
20 haloalkyl; 

Y° is formula (IV): 
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(IV) 

wherein D , D , J , and J are independently selected from the group 

consisting of C, N, O, S and a covalent bond with the provisos that no more 

2 

than one is a covalent bond, K is independently selected from the group 

5 consisting of C and N , no more than one of D , D , J , and J is O, no more 

than one of D 5 , D 6 , J 5 , and J 6 is S, one of D 5 , D 6 , J 5 , and J 6 must be a 

covalent bond when two of D 5 , D*\ J 5 , and J 6 are O and S, no more than three 

of D^, D 6 , J^, and J 6 are N when is N + , and no more than four of D~\ D 6 , 

J 5 , and J 6 are N when K 2 is carbon with the provisos that R 16 , R 17 , R 18 , and 
19 

10 R are each independently selected to maintain the tetravalent nature of carbon, 

trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent nature 
of oxygen; 

R ,R ,R , and R^ are independently selected from the group 

consisting of hydrido, amidino, guanidino, dialkylsulfonium, carboxy, 

15 haloalkylthio, alkoxy, hydroxy, amino, thio, nitro, lower alkylamino, alkylthio, 

alkylsulfinyl, alkylsulfonyl, alkanoyl, alkenoyl, haloalkanoyl, alkyl, alkenyl, 

halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyalkyl, aminoalkyl, 

haloalkoxy alkyl, carboalkoxy, carboalkoxyalkyl, and cyano; 

b 20 2 1 20 2 1 22 

Q is selected from the group consisting of NR R , + NR R R , 

20 oxy, alkyl, alkylaminoalkyl, aminoalkyl, dialkylsulfoniumalkyl, and acylamino 
20 21 22 

wherein R , R , and R are independently selected from the group 
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consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 
aminoalkyl, and hydroxyalkyl with the provisos that no more than one of R 2 °, 
21 22 

R , and R is hydroxy, alkoxy, alkylamino, amino, or dialkylamino and that 
20 21 22 

R ,R ,andR must be other than be hydroxy, alkoxy, alkylamino, amino, 

2 

or dialkylamino when K is N + ; 

Q b is N(R 26 )S0 2 N(R 23 )(R 24 ) with the proviso that no more than one 

. D 23 24 26 
ol R , R , and R is hydroxy, alkoxy, alkylamino, amino, or dialkylamino 

23 24 26 

when two of the group consisting of R ,R , and R are bonded to the same 



atom; 



Q b is selected from the group consisting of dialkylsulfonium, 



trialkylphosphonium, C(NR 25 )NR 23 R 24 , N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 
N(R 26 )C(0)N(R 23 )(R 24 ),N(R 26 )C(S)N(R 23 )(R 24 ), 
CCONCR^CCNR^NCR^XR 24 ), C(S)N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 

N(R 26 )N(R 26 )C(NR 25 )N(R 23 )(R 24 ),N(R 26 )N(R 26 )S0 2 N(R 23 )(R 24 ), 

23 24 23 24 

C(0)NR R , and C(0)NR R with the provisos that no more than one of 

23 24 26. 

R , R , and R is hydroxy, alkoxy, alkylamino, amino, or dialkylamino 

23 24 26 

when two of the group consisting of R ,R , and R are bonded to the same 

atom and that said Q b group is bonded directly to a carbon atom; 

23 24 25 26 
K , R , R , and R are independently selected from the group 

consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 
aminoalkyl, and hydroxyalkyl; 

s 

Q is selected from the group consisting of a single covalent bond and 
37 38 o 

(CR R ) b -(W ) az wherein az is an integer selected from 0 through 1 , b is an 
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integer selected from 1 through 2, and W° is selected from the group consisting 

of O, S, C(O), S(0) 2 , N(R 14 ), and ON(R 14 ) with the proviso that R 14 is 

37 oo 

selected from other than halo when directly bonded to N and that (CR R ) b 

is bonded to E°; 

37 38 

R and R are independently selected from the group consisting of 
hydrido, halo, alkyl, and haloalkyl; 

Y° is Q b -Q ssss wherein Q SSSS is (CH(R 38 )) r - W 5 r is an integer 

selected from 1 through 2, and is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyl, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 
naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyI, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnoUnyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnoIinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 
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the proviso that Q is bonded to lowest number substituent position of each 

5 38 

W and that (CH(R )) r is bonded to E°; 

Y° is Q b -Q ssssr wherein Q SSSSr is (CH(R 3 \- r is an integer 

selected from 1 through 2, and W 6 is selected from the group consisting of 1,4- 

indenyl, 1,5-indenyl, 1,6-indenyl, 1,7-indenyl, 2,7-indenyl, 2,6-indenyl, 2,5- 
indenyl, 2,4-indenyl, 3,4-indenyl, 3,5-indenyl, 3,6-indenyI, 3,7-indenyl, 2,4- 
benzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 3,4- 
benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 2,4- 
benzothiophenyl, 2,5-benzothiophenyl, 2,6-benzothiophenyl, 2,7- 
benzothiophenyl, 3,4-benzothiophenyl, 3,5-benzothiophenyl, 3,6- 
benzothiophenyl, 3,7-benzothiophenyl, 2,4-indolyl, 2,5-indolyl, 2,6-indolyl, 2,7- 
indolyl, 3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 3,7-indolyl, 1,4-isoindolyl, 1,5- 
isoindolyl, 1,6-isoindolyl, 2,4-isoindoIyl, 2,5-isoindolyl, 2,6-isoindolyl, 2,7- 
isoindolyl, 13-isoindolyl, 3,4-indazolyl, 3,5-indazolyl, 3,6-indazolyl, 3,7- 
indazolyl, 2,4-benzoxazolyl, 2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7- 
benzoxazolyl, 3,4-benzisoxazolyl, 3,5-benzisoxazolyl, 3,6-benzisoxazolyl, 3,7- 
benzisoxazolyl, 1,4-naphthyl, 1,5-naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8- 
naphthyl, 2,4-naphthyl, 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyI, 2,8-naphthyl, 
2,4-quinolinyl, 2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4- 
quinolinyl, 3,5-quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-quinolinyl, 4,5- 
quinolinyl, 4,6-quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl, 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyl, 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl, 3,7-isoquinolinyI, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquinolinyl, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-cinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl with 

the proviso that Q b is bonded to highest number substituent position of each 

6 38 

W and that (CH(R )) r is bonded to E°. 

5. The compound as recited in Claim 4 having the Formula I-S: 
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J 



(I-S) 

or a pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, chloro, bromo, 
hydroxy, hydroxymethyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, amino, 
5 aminomethyl, 1-aminoethyl, 2-aminoethyl, methoxy, ethoxy, trifluoromethoxy, 
N-methylamino, N-ethylamino, methythio, ethylthio, and trifluoromethylthio; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, l,2,4-triazol-3-yl, l,2,4-triazol-5-yl, l,2,4-oxadiazol-3-yl, 1,2,4- 
1 0 oxadiazol-5-yl, 1 3,4-oxadiazol-3-yl, 1 3,4-oxadiazol-5-yl, 3-isothiazolyl, 5- 
isothiazolyl, 2-oxazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3- 
pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 3- 
pyridazinyl,4-pyridazinyl, 13,5-triazin-2-yl, l,2,4-triazin-3-yl, l,2,4-triazin-5-yl, 
l,2,4-triazin-6-yl, and l,23-triazin-4-yl, wherein a carbon adjacent to the carbon 

32 

15 at the point of attachment may be substituted by R , the other carbon adjacent 

36 

to the carbon at the point of attachment may be substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment may 

33 36 
be substituted by R , a carbon adjacent to R and two atoms from the carbon 

35 

at the point of attachment may be substituted by R , and any carbon adjacent 

33 35 34 
20 to both R and R may be substituted by R ; 

^32 33 34 35 , 36 

K , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, dimethylsulfonium, carboxy, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyamino, 
ethoxyamino, thio, nitro, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-N- 
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methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
isopropylthio, trifluoromethylthio, methyl sulfinyl, ethylsulfinyl, methyl sulfonyl, 
ethylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, 
bromo, amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, 
acetyl, propanoyl, trifluoroacetyl, pentafluoropropanoyl, hydroxymethyl, 1- 
hydroxyethyl, 2-hydroxy ethyl, 2,2,2- trifluoro-1 -hydroxy ethyl, 2,2,2-trifluoro-l- 
trifluoromethyl-1 -hydroxy ethyl, carboxymethyl, methoxycarbonyl, 
ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, N,N- 

dimethylamidocarbonyl, cyano, and Q^; 

B is selected from the group consisting of 1-propenyl, propyl, 
isopropyl, butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, isobutyl, 2- 
methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 4-pentenyl, 2-pentynyl, 3- 
pentynyl, 2-pentyl, l-methyl-2-butenyI, l-methyI-3-butenyl, l-methyl-2- 
butynyl, 3-pentyl, l-ethyl-2-propenyl, 2-methylbutyl, 2-methyl-2-butenyl, 2- 
methyl-3-butenyl, 2-methyl-3-butynyl, 3-methylbutyl, 3-methyl-2-butenyl, 3- 
methyl-3-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4~hexenyl, 5-hexenyl, 2- 
hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, l-methyl-2-pentenyl, l-methyl-3- 
pentenyl, l-methyl-4-pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3- 
hexyl, l-ethyl-2-butenyl, l-ethyl-3-butenyl, 1 -propyl -2-propenyl, l-ethyl-2- 
butynyl, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 6-heptenyl, 2- 
heptynyl, 3-heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, 1- 
methyl-3-hexenyl, 1 -methyl -4-hexenyl, l-methyl-5-hexenyl, l-methyl-2- 
hexynyl, l-methyl-3-hexynyl, 1-methyl^-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyl, 1 -ethyl -4-pentenyl, 1 -butyl -2-propenyl, l-ethyl-2-pentynyl, 
l-ethyl-3-pentynyl, 1-octyl, 2-octenyl, 3-octenyl, 4-octenyl, 5-octenyl, 6-octenyl, 
7-octenyl, 2-octynyl, 3-octynyl, 4-octynyl, 5-octynyl, 6-octynyl, 2-octyl, 1- 
methyl-2-heptenyl, l-methyl-3-heptenyl, l-methyl-4-heptenyl, l-methyl-5- 
heptenyl, l-methyl-6-heptenyl, l-methyl-2-heptynyl, l-methyl-3-heptynyl, 1- 
methyI-4-heptenyl, l-methyl-5-heptenyl, l-methyl-6-heptenyl, l-methyl-2- 
heptenyl, l-methyl-3-heptynyl, l-methyl-4-heptynyl, l-methyl-5-heptynyl,3- 
octyl, l-ethyl-2-hexenyl, l-ethyl-3-hexenyl, 1-ethyl^Wiexenyl, l-ethyl-2- 
hexynyl, l-ethyl-3-hexynyl, l-ethyl-4-hexynyl, l-ethyl-5-hexenyl, l-pentyl-2- 
propenyl, 4-octyl, l-propyl-2-pentenyl, l-propyl-3-pentenyl, l-propyl-4- 
pentenyl, l-butyl-2-butenyl, 1 -propyl -2-pentynyl, l-propyl-3-pentynyl, 1-butyl- 
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2-butynyl, l-butyl-3-butenyl, 2,2-difluoropropyl, ^trifluoromethyl-5.5,5- 
trifluoropentyl, 4-trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 3,3,3- 
trifluoropropyl, wherein each member of group B may be optionally substituted 
at any carbon up to and including 5 atoms from the point of attachment of B to 

5 A with one or more of the group consisting of R 32 , R33, R34, R35, and R3 6 ; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-2-yl, oxetan-3-yI, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-2-yl, 
thiaetan-3-yl, cyclopentyl, cyclopent-2-enyl, cyclopent-3-enyl, cyclohexyl,4- 
methylcyclohexyl, 4-chloro-3-ethylphenoxycyclohexyl, 3- 

1 0 trifluoromethoxyphenoxycyclohexyl, 3-trifluoromethylcyclohexyl, 4- 

trifluoromethylcyclohexyl, 3,5-bis-trifluoromethylcyclohexyl, adamantyl, 3- 
trifluoromethyladamantyl, norbornyl, 3-trifluoromethyInorbornyl, norbornenyl, 
7-oxabicyclo[2.2. 1 ]heptan-2-yl, bicyclo[3. 1 .0]hexan-6-yl, cyclohex-2-enyl, 
cyclohex-3-enyl, cycloheptyl, cyclohept-2-enyl, cyclohept-3-enyl, cyclooctyl, 

1 5 cyclooct-2-enyl, cyclooct-3-enyl, cyclooct^enyl, 2-morpholinyl, 3- 

morpholinyl, 4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 1-piperidinyl, 2- 
piperidinyl, 3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3- 
pyrrolidinyl, 2-dioxanyl, 2H-2-pyranyl, 2H-3-pyranyl, 2H-4^pyranyl, 4H-2- 
pyranyl, 4H-3-pyranyl, 4H-4-pyranyl, 2H-pyran-2-one-3-yl , 2H-pyran-2-one- 

2 0 4-yl, 2H-pyran-2-one-5-yl, 4H-pyran-4-one-2-yl, 4H-pyran-4-one-3-yl, 2- 
tetrahydrofuranyl, 3-tetrahydrofuranyl, 2-tetrahydropyranyl, 3- 
tetrahydropyranyl, 4-tetrahydropyranyl, 2-tetrahydrothienyl, and 3- 
tetrahydrothienyl, wherein each ring carbon may be optionally substituted with 

R33, a ring carbon and nitrogen atoms adjacent to the carbon atom at the point 
25 of attachment may be optionally substituted with or Rj3> a ring carbon or 
nitrogen atom adjacent to the R9 position and two atoms from the point of 
attachment may be substituted with R\q, and a ring carbon or nitrogen atom 
adjacent to the R^ position and two atoms from the point of attachment may 
be substituted with Rj2» 
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R ,R ,R ,R ,andR " are independently selected from the group 

consisting of amidino, guanidino, dimethylsulfonium, methylethylsulfonium, 
carboxy, methoxy, ethoxy, isopropoxy, propoxy, butoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, aminomethyl, 1-arrrinoethyl, 2-aminoethyl, N-N- 
dimethylamino, N-methylamino, N-ethylamino, methylsulfinyl, ethylsulfinyl, 
methylsulfonyl, ethylsulfonyl, amidosulfonyl, N-methylamidosulfonyl, N,N- 
dimethylamidosulfonyl, acetyl, propanoyl, butanoyl, trifluoroacetyl, 
pentafluoropropanoyl, hydroxymethyl, 1 -hydroxy ethyl, 2-hydroxyethyl, 2,2,2- 
trifluoro-l-hydroxyethyl, 2,2,2-trifluoro-l-trifluoromethyl-l-hydroxyethyl, 
carboxymethyl, 2-carboxy ethyl, methoxy carbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, and 
cyano; 

A is selected from the group consisting of single covalent bond, O, 
C(O), CH 2 , CH 3 CH, CF3CH, CH 3 CC(0), CF 3 CC(0), C(0)CCH 3 , 

C(0)CCF 3 , CH 2 C(0), (0)CCH 2 , CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CCH 2 , 

CF 3 CCH 2 , CH 3 CC(0)CH 2 , CF 3 CC(0)CH 2 , CH 2 C(0)CCH 3 , 

CH 2 C(0)CCF 3 , CH 2 CH 2 C(0), and CH 2 (0)CCH 2 ; 

R 1 is selected from the group consisting of hydrido, methyl, ethyl, 

propyl, butyl, methoxy, ethoxy, propoxy, isopropoxy, butoxy, sec-butoxy, N- 

methylamino, N,N-dimethylamino, N-ethylamino, N,N-diethylamino, 

methylthio, ethylthio, isopropylthio, trifluoromethylthio, trifluoromethyl, 

pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,33 3-pentafluoropropyl, 

trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 
2 

R is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, l,2,4-triazoI-3-yl, l,2,4-triazol-5-yl, l,2,4-oxadiazol-3-yl, 1,2,4- 
oxadiazol-5-yl, 13,4-oxadiazol-3-yl, 13,4-oxadiazol-5-yl, 3-isothiazolyl, 5- 
isothiazolyl, 2-oxazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl,3- 
pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 3- 
pyridazinyl, 4-pyridazinyl, 13,5-triazin-2-yl, l,2,4-triazin-3-yl, 1,2,4-triazin-S-yl, 
l,2,4-triazin-6-yl, and l,23-triazin-4-yl, wherein a carbon adjacent to the carbon 
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at the point of attachment may be substituted by R , the other carbon adjacent 

13 

to the carbon at the point of attachment may be substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment may be 

substituted by R^, a carbon adjacent to R^ and two atoms from the carbon at 

12 

5 the point of attachment may be substituted by R , and any carbon adjacent to 

10 12 11 
both R and R may be substituted by R ; 

4a 4b 4a 4b 

K is CR R wherein R and R are independently selected from 

the group consisting of chloro, fluoro, and hydrido; 

0 1 4a 4b 1 

E is E , when K is CR R , wherein E is selected from the group 



1 0 consisting of a covalent single bond, C(0)N(H), (H)NC(O), S(0) 2 N(H), 
N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 

K is selected from the group consisting of N(H) and CH 2 N(H); 

o 2 2 
E is E , when K is N(H) and CH 2 N(H), wherein E is selected from 

the group consisting of C(0)N(H), (H)NC(O), S(0) 2 N(H), N(H)S(0) 2 , 

15 S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 

Y° is selected from the group of formulas consisting of: 
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lO 1 / 10 IV 

R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, dimethylsulfonium, carboxy, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyamino, 
ethoxyamino, thio, nitro, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-N- 
methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
isopropylthio, trifluoromethylthio, methylsulfinyl, ethylsulfinyl, methylsulfonyl, 
ethylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, 
bromo, amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosuifonyl, 
acetyl, propanoyl, trifluoroacetyl, pentafluoropropanoyl, hydroxymethyl, 1- 
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hydroxyethyl, 2-hydroxy ethyl, 2,2,2-trifluoro-l-hydroxyethyl, 2,2,2-trifluoro-l- 
trifluoromethyl-1 -hydroxy ethyl, carboxymethyl, methcxycarbonyl, 
ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, N,N- 
dimethylamidocarbonyl, and cyano; 

Q b is selected, when bonded to a carbon, from the group consisting of 

20 21 + 20 21 22 
NR R , NR R R , dimethylsulfonium, methyl ethyl sulfonium, 

25 23 24 

diethylsulfonium, trimethylphosphonium, C(NR )NR R , 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), CCONCR^CCNR^NCR^XR 24 ), 

N(R 2 ^N(R 26 )C(NR 25 )N(R 23 )(R 24 ),N(R 26 )N(R 26 )S0 2 N(R 23 )(R 24 ), 

23 24 23 24 

C(0)NR R , and C(0)NR R with the provisos that no more than one of 

20 21 22 

R , R , and R is hydroxy, methoxy, ethoxy, N-methylamino, N,N- 

dimethylamino, N,N,N-trimethylamino, or amino and that no more than one of 
„23 24 26 

R , R , and R is hydroxy, methoxy, ethoxy, N-methylamino, N,N- 

dimethylamino, N,N,N-trimethylamino, or amino when two of the group 

consisting of R 23 , R 24 , and R 26 are bonded to the same atom and that said Q b 

group is bonded directly to a carbon atom; 

D 20 21 22 ^23 24 25 26 

K ,K , K ,R ,R , R 9 and R are independently selected from 

the group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, hydroxy, 
methoxy, ethoxy, isopropoxy, propoxy, 2-aminoethyl, 2-(N-methylamino)ethyl, 2- 
(N,N-dimethylamino)ethyl, 2-(N,N,N-trimethylamino)ethyl, N-(2- 
hydroxyethyl)amino, N,N-bis-(2-hydroxyethyl)amino, N-(2-hydroxyethyl)-N-(2- 
aminoethyl)amino, N-methylamino, N-ethylamino, N,N-dimethylamino, N,N- 
diethylamino, and N,N,N-trimethylamino; 

Q b is selected, when bonded to a nitrogen, from the group consisting of 
oxy, methyl, ethyl, 2-aminoethyl, 2-(N-methylamino)ethyl, 2-(N,N- 
dimethylamino)ethyl, 2-(N,N,N-trimethylamino)ethyl, N-(2-hydroxyethyl)amino, 
N,N-bis-(2-hydroxyethyl)amino, amino, hydroxylamino, N-methoxyamino, N- 
methylamino, N,N-dimethyIamino, and NJV,N-trimethylamino; 
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s 

Q is selected from the group consisting of a single covalent bond, CH 2 , 
CH 3 CH, CF 2 , CF 3 CH, CH 2 0, CH 3 C(H)0, CF 3 C(H)0, CH 2 S, CH 3 C(H)S, 

CF 3 C(H)S, CH 2 C(0), CH 3 C(H)C(0), CF 3 C(H)C(0), and CF 2 C(0) with the 

s 0 
proviso that Q is bonded to E through a carbon atom. 

6. The compound as recited in Claim 1 or a pharmaceutically acceptable salt 
thereof, wherein; 

J is selected from the group consisting of halo, hydroxy, hydroxyalkyl, 

6 6 6 6 

amino, aminoalkyl, O-R , NH-R , and S-R , wherein R is selected from the 

group consisting of alkyl and haloalkyl; 

B is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment may be substituted by 
32 

R , the other carbon adjacent to the carbon at the point of attachment may be 

36 32 
substituted by R , a carbon adjacent to R and two atoms from the carbon at 

33 36 
the point of attachment may be substituted by R , a carbon adjacent to R 

and two atoms from the carbon at the point of attachment may be substituted by 

33 35 34 
R , and any carbon adjacent to both R and R may be substituted by R ; 

„32 33 34 35 j 36 

K , K , K , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, dialkylsulfonium, carboxy, 
haloalkylthio, alkoxy, hydroxy, amino, alkoxyamino, thio, nitro, lower 
alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyhaloalkyl, 
hydroxyalkyl, aminoalkyl, carboxy alkyl, carboalkoxy, carboxamido, cyano, and 

Q b ; 

B is selected from the group consisting of C3-C8 alkyl, C3-C8 alkenyl, 
C3-C8 haloalkyl, and C3-C8 haloalkenyl wherein each member of group B 
may be optionally substituted at any carbon up to and including 6 atoms from 
the point of attachment of B to A with one or more of the group consisting of 

R 32> R 33- R 34> R 35' ™ d R 36 ; 
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B is selected from the group consisting of C3-C10 cycloalkyl, C5-C10 
cycloalkenyl, C4-C9 saturated heterocyclyl, and C4-C9 partially saturated 

heterocyclyl, wherein each ring carbon may be optionally substituted with R33, 

a ring carbon other than the ring carbon at the point of attachment of B to A 
5 may be optionally substituted with oxo provided that no more than one ring 
carbon is substituted by oxo at the same time, ring carbon and nitrogen atoms 
adjacent to the carbon atom at the point of attachment may be optionally 

substituted with R9 or R13, a ring carbon or nitrogen atom adjacent to the R9 

position and two atoms from the point of attachment may be substituted with 

10 Rio> a ring cai "bon or nitrogen atom adjacent to the R13 position and two atoms 

from the point of attachment may be substituted with Rj2> a ring carbon or 

nitrogen atom three atoms from the point of attachment and adjacent to the R jq 

position may be substituted with Rj j, a ring carbon or nitrogen atom three 

atoms from the point of attachment and adjacent to the Rj2 position may be 

15 substituted with R33, and a ring carbon or nitrogen atom four atoms from the 

point of attachment and adjacent to the R j j and R33 positions may be 

substituted with R34; 

9 10 11 12 J 13 . J J f , 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, dialkylsulfonium, carboxy, 
20 haloalkylthio, alkoxy, hydroxy, amino, alkoxyamino, thio, nitro, lower 

alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyhaloalkyl, 
hydroxyalkyl, aminoalkyl, carboxyalkyl, carboalkoxy, carboxamido, and cyano; 
A is selected from the group consisting of single covalent bond, 

25 (W ? ) n .-(CH(R 15 )) pa and (CH(R 15 )) pa -(W 7 ) rr wherein rr is an integer 

7 

selected from 0 through 1, pa is an integer selected from 0 through 6, and W 
is selected from the group consisting of O, S, and C(O) with the proviso that no 
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more than one of the group consisting of rr and pa is the integer 0 at the same 
time; 

R is selected from the group consisting of hydrido, hydroxy, halo, 

alkyl, and haloalkyl; 
<P isNH; 

is hydrido; 

R 1 is selected from the group consisting of hydrido, alkyl, alkoxy, 
alkylamino, alkylthio, haloalkylthio, haloalkyl, haloalkoxy, and halo; 

R 2 is Q, wherein Q is selected from the group consisting of aryl and 
heteroaryl wherein a carbon adjacent to the carbon at the point of attachment 
may be substituted by R , the other carbon adjacent to the carbon at the point of 

13 9 
attachment may be substituted by R , a carbon adjacent to R and two atoms 

10 

from the carbon at the point of attachment may be substituted by R , a carbon 

adjacent to R 13 and two atoms from the carbon at the point of attachment may 

12 10 jo 12 

be substituted by R , and any carbon adjacent to both R and R maybe 

substituted by R 11 ; 

K is CR 4a R 4b wherein R 4a and R 4b are independently selected from 
the group consisting of halo and hydrido; 

E° is E 1 , when K is CR^R 413 , wherein E 1 is selected from the group 

consisting of a covalent single bond, C(0)N(H), (H)NC(O), S(0) 2 N(H), 
N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 

K is (CH(R 14 ))j-T wherein j is selected from an integer from 0 through 

1 and T is selected from the group consisting of single covalent bond and 

7 14 
N(R ) with the proviso that (CH(R ))j is bonded to the phenyl ring; 
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7 

R is selected from the group consisting of hydrido, hydroxy, alkyl, and 

alkoxyalkyl; 

14 

R is selected from the group consisting of hydrido and halo; 

E° is E 2 , when K is (CH(R 14 ))j-T, wherein E 2 is selected from the 

group consisting of C(0)N(H), (H)NC(O), S(0) 2 N(H), N(H)S(0) 2 , 

S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 
Y° is formula (IV): 

R 18 




wherein D 5 , D 6 , J 5 , and J 6 are independently selected from the group 

10 consisting of C, N, O, S and a covalent bond with the provisos that no more 

2 

than one is a covalent bond, K is independently selected from the group 

5 6 5 6 

consisting of C and N + , no more than one of D , D , J , and J is O, no more 
than one of D 5 , D*\ J 5 , and J 6 is S, one of D~\ D*\ J 5 , and J 6 must be a 
covalent bond when two of D 5 , D 6 , J 5 , and J 6 are O and S, no more than three 

15 of D 5 , D 6 , J 5 , and J 6 are N when K 2 is N + , and no more than four of D 5 , D 6 , 

5 6 2 16 17 18 

J ,andJ are N when K is carbon with the provisos that R , R ,R ,and 

19 

R are each independently selected to maintain the tetravalent nature of carbon, 

trivalent nature of nitrogen, the divalent nature of sulfur, and the divalent nature 
of oxygen; 
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16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, dialkylsulfonium, carboxy, 
haloalkylthio, alkoxy, hydroxy, amino, thio, nitro, lower alkylamino, alkylthio, 
alkylsulfinyl, alkylsulfonyl, alkanoyl, alkenoyl, haloalkanoyl, alkyl, alkenyl, 
halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyalkyl, aminoalkyl, 
haloalkoxyalkyl, carboalkoxy, carboalkoxy alkyl, and cyano; 

b 20 21 + 20 21 22 

Q is selected from the group consisting of NR R , NR R R , 



oxy, alkyl, alkylaminoalkyl, aminoalkyl, dialkylsulfoniumalkyl, and acylamino 
20 21 22 

wherein R , R , and R are independently selected from the group 
1 0 consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 

20 

aminoalkyl, and hydroxyalkyl with the provisos that no more than one of R , 
21 22 

R , and R is hydroxy, alkoxy, alkylamino, amino, or dialkylamino and that 
20 21 22 

R , R , and R must be other than be hydroxy, alkoxy, alkylamino, amino, 

2 + 

or dialkylamino when K is N ; 

15 Q b is selected from the group consisting of dialkylsulfonium, 

9 S 93 94 0f\ 9S 93 94 

trialkylphosphonium, C(NR )NR R , N(R )C(NR )N(R )(R ), 

Of*. 9^ 9^ 94 Of\ 0f\ 9S 93 94 

C(0)N(R )C(NR )N(R )(R ),N(R )N(R )C(NR )N(R )(R ), 

9^ Ofs 93 94 93 94 93 94 

N(R )N(R )S0 2 N(R )(R ), C(0)NR R ,andC(0)NR R with 

23 24 26 

the provisos that no more than one of R , R , and R is hydroxy, alkoxy, 

23 

2 0 alkylamino, amino, or dialkylamino when two of the group consisting of R , 

R 24 , and R 26 are bonded to the same atom and that said Q b group is bonded 

directly to a carbon atom; 

R 2 ^, R 24 , R 2 ^, and R 2 ^ are independently selected from the group 

consisting of hydrido, alkyl, hydroxy, alkoxy, alkylamino, dialkylamino, 
2 5 aminoalkyl , and hydroxyalkyl ; 
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Q S is selected from the group consisting of a single covalent bond and 
37 38 o 

(CR R )fc-(W ) az wherein az is an integer selected from 0 through 1, b is 

the integer 1, and W° is selected from the group consisting of O, S, and C(O) 

37 38 o 
with the proviso that (CR R ) b is bonded to E ; 

37 38 

R and R are independently selected from the group consisting of 
hydrido, halo, alkyl, and haloalkyl. 



7. The compound as recited in Claim 6 having the Formula I-MPS: 

>1 




J (I-MPS) 

10 or a pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, chloro, hydroxy, 
hydroxy methyl, amino, aminomethyl, methoxy, trifluoromethoxy, N- 
methylamino, methythio, and trifluoromethylthio; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
1 5 2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, 4- 
pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 3-pyridazinyl, 
4-pyridazinyl, and 13>S-triazin-2-yl, wherein a carbon adjacent to the carbon at 

32 

the point of attachment may be substituted by R , the other carbon adjacent to 

36 

2 0 the carbon at the point of attachment may be substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment may 

33 36 
be substituted by R , a carbon adjacent to R and two atoms from the carbon 
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35 

at the point of attachment may be substituted by R , and any carbon adjacent 

33 35 34 
to both R and R may be substituted by R ; 

32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, di methyl sulfonium, carboxy, 
5 methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyamino, 
ethoxyamino, thio, nitro, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-N- 
methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
trifluoromethylthio, methylsulfinyl, ethylsulfinyl, methyl sulfonyl, ethyl sulfonyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333- 

10 pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, 
bromo, amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, 
acetyl, propanoyl, trifluoroacetyl, pentafluoropropanoyl, hydroxy methyl, 1- 
hydroxyethyl, 2-hydroxy ethyl, 2,2,2-trifluoro-l -hydroxy ethyl, 2,2,2-trifluoro-l- 
trifluoromethyl-l-hydroxyethyl, carboxymethyl, methoxycarbonyl, 

15 ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, N,N- 

dimethylamidocarbonyl, cyano, and Q^; 

B is selected from the group consisting of 1-propenyl, propyl, 
isopropyl, butyl, 2-butenyl, 3-butenyl, sec-butyl, isobutyl, 2-methylpropenyl, 1- 
pentyl, 2-pentenyl, 3-pentenyl, 4-pentenyl, 2-pentyl, 1 -methyl -2-butenyl, 1- 

2 0 methyl-3-butenyl, 3-pentyl, 1 -ethyl-2-propenyl, 2-methylbutyl, 2-methyl-2- 
butenyl, 2-methyl-3-butenyl, 3-methylbutyl, 3-methyl-2-butenyl, 3-methyl-3- 
butenyl, 2,2-difluoropropyl, 2-trifluoromethyl-333-trifluoropropyl, 1,1,1,2,2,2- 
hexafluoropropyl, 333-trifluoroprop-l-yl, and 333-trifluoroprop-2-yl, wherein 
each member of group B may be optionally substituted at any carbon up to and 

2 5 including 5 atoms from the point of attachment of B to A with one or more of 

the group consisting of R 32 , R33, R34, R35, and R 36 ; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-2-yl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-2-yl, 

thiaetan-3-yl, wherein each ring carbon may be optionally substituted with R33, 

30 a ring carbon and nitrogen atoms adjacent to the carbon atom at the point of 

attachment may be optionally substituted with R9 or Rj 3 , a ring carbon or 
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nitrogen atom adjacent to the R9 position and two atoms from the point of 
attachment may be substituted with Rjq, and a ring carbon or nitrogen atom 
adjacent to the R 13 position and two atoms from the point of attachment may 
be substituted with Rj2' 

R 9 , R 10 , R 1 1 , R 12 , and R 13 are independently selected from the group 

consisting of amidino, guanidino, dimethylsulfonium, carboxy, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
aminomethyl, l-aminoethyl, 2-aminoethyl, N-N-methylamino, dimethylamino, 
N-ethylamino, methylsulfinyl, ethylsulfinyl, methyl sulfonyl, ethyl sulfonyl, 
amidosulfonyl, N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, acetyl, 
propanoyl, trifluoroacetyl, pentafluoropropanoyl, hydroxymethyl, 1- 
hydroxyethyl, 2-hydroxy ethyl, 2,2,2-trifluoro-l -hydroxy ethyl, 2,2,2-trifluoro-l- 
trifluoromethyl-l-hydroxyethyl, carboxy methyl, methoxy carbonyl, 
ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, N,N- 
dimethylamidocarbonyl, and cyano; 

A is selected from the group consisting of single covalent bond, O, 

C(O), CH 2 , CH 3 CH, CF 3 CH, CH 3 CC(0), CF 3 CC(0), CC(0)CCH 3 , 
C(0)CCF 3 , CH 2 C(0), and (0)CCH 2 ; 

R 1 is selected from the group consisting of hydrido, methyl, ethyl, 
propyl, methoxy, ethoxy, N-methylamino, dimethylamino, N-ethylamino, 
methylthio, ethylthio, trifluoromethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2- 
tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, 4- 
pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 3-pyridazinyl, 
4-pyridazinyl, and 13,5-triazin-2-yl, wherein a carbon adjacent to the carbon at 

9 

the point of attachment may be substituted by R , the other carbon adjacent to 
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13 

the carbon at the point of attachment may be substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment may be 

substituted by R 1 ^, a carbon adjacent to R 1 ^ and two atoms from the carbon at 

12 

the point of attachment may be substituted by R , and any carbon adjacent to 

10 12 11 

5 both R and R may be substituted by R ; 

4a 4b 4a 4b 

K is CR R wherein R and R are independently selected from 

the group consisting of chloro, fluoro, and hydrido; 

0 1 4a 4b 1 

E is E , when K is CR R , wherein E is selected from the group 

consisting of a covalent single bond, C(0)N(H), (H)NC(O), S(0) 2 N(H), 

1 0 N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 

K is selected from the group consisting of N(H) and CH 2 N(H); 

E° is E^, when K is selected from the group consisting of N(H) and 
2 

CH 2 N(H), wherein E is selected from the group consisting of C(0)N(H), 



15 



(H)NC(O), S(0) 2 N(H), N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 
Y° is selected from the group of formulas consisting of: 
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R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, methoxy, ethoxy, isopropoxy, 
methylthio, ethylthio, trifluoromethylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2- 
10 tetrafluoroethoxy, fluoro, chloro, bromo, acetyl, propanoyl, trifluoroacetyl, 
pentafluoropropanoyl, methoxy carbonyl, ethoxy carbonyl, and cyano; 

Q b is selected, when bonded to a carbon, from the group consisting of 

20 21 20 21 22 
NR R , + NR R R , dimethylsulfonium, methylethylsulfonium, 
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25 23 24 

diethyl sutfonium, trimethylphosphonium, C(NR )NR R , 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ),C(0)N(R 26 )C(NR 25 )N(R 23 )(R 24 ), 
N(R 26 )N(R 26 )C(NR 25 )N(R 23 )(R 24 ),N(R 26 )N(R 26 )S0 2 N(R 23 )(R 24 X 
C(0)NR 23 R 24 , and C(0)NR 23 R 24 with the provisos that no more than one of 

5 R 20 , R 21 , and R 22 is hydroxy, methoxy, ethoxy, N-methylamino, N,N- 

dimethylamino, N,N,N-trimethylamino, or amino and that no more than one of 
R 23 , R 24 and R 26 is hydroxy, methoxy, ethoxy, N-methylamino, N,N- 
dimethylamino, N,N,N-trimethylamino, or amino when two of the group 
consisting of R 23 , R 24 , and R 26 are bonded to the same atom and that said Q 

10 group is bonded directly to a carbon atom; 

R 20 , R 21 , R 22 , R 23 , R 24 , R 25 , and R 26 are independently selected from 

the group consisting of hydrido, methyl, ethyl, hydroxy, methoxy, ethoxy, 2- 
aminoethyl, 2-(N-methylamino)ethyl, 2-(N,N-dimethylamino)ethyl, 2-(N,N,N- 
trimethylamino)ethyl,N-(2-hydroxyethyl)amino, N,N-bis-(2-hydroxyethyl)amino, 
1 5 N-(2-hydroxyethyl)-N-(2-aminoethyl)amino, N-methylamino, N,N-dimethylamino, 
and N,N,N-trimethylamino; 

Q b is selected, when bonded to a nitrogen, from the group consisting of 

oxy, methyl, ethyl, 2-aminoethyl, 2-(N-methylamino)ethyl, 2-(N,N- 
dimethylamino)ethyl,2-(N,N,N-trimethylamino)ethyl,N-(2-hydroxyethyl)amino, 

2 0 N,N-bis-(2-hydroxyethyl)amino, amino, hydroxylamino, N-methoxyamino, N- 
methylamino, N,N-dimethylamino, and N ,N,N-trimethylamino; 

Q s is selected from the group consisting of a single covalent bond, CH 2 , 
CH 3 CH, CF 2 , CF 3 CH, CH 2 0, CH 3 C(H)0, CF 3 C(H)0, CH 2 S, CH 3 C(H)S, 
CF 3 C(H)S, CH 2 C(0), CH 3 C(H)C(0), CF 3 C(H)C(0), and CF 2 C(0) with the 

2 5 proviso that Q S is bonded to E° through a carbon atom. 

8. The compound as recited in Claim 7 having the Formula I-EMPS: 
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H 

J (I-EMPS) 

or a pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, chloro, hydroxy, 
hydroxymethyl, amino, aminomethyl, methoxy, trifluoromethoxy, and N- 

5 methylamino; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, and 4- 
pyridyl, wherein a carbon adjacent to the carbon at the point of attachment may 
10 be substituted by R 32 , the other carbon adjacent to the carbon at the point of 

attachment may be substituted by R 36 , a carbon adjacent to R 32 and two atoms 

33 

from the carbon at the point of attachment may be substituted by R , a carbon 

adjacent to R 36 and two atoms from the carbon at the point of attachment may 

33 35 

be substituted by R 35 , and any carbon adjacent to both R and R may be 
34 

15 substituted by R ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independendy selected from the 
group consisting of hydrido, amidino, guanidino, methoxy, ethoxy, hydroxy, 
amino, methoxyamino, ethoxyamino, aminomethyl, l-aminoethyl,2- 
aminoethyl, N-N-methylamino, dimethylamino, N-ethylamino, trifluoromethyl, 

20 pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,333-pentafluoropropyl, fluoro, chloro, 
bromo, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-l- 
hydroxyethyl, 2,2,2-trifluoro- 1 -trifluoromethyl- 1-hydroxyethyl, 

methoxy carbonyl, ethoxy carbonyl, cyano, and Q ; 
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B is selected from the group consisting of propyl, isopropyl, butyl, sec- 
butyl, isobutyl, 1-pentyl, 2-pentyl, 3-pentyl, 2-meihylbutyl, 3-tnetLylbutyl, 2,2- 
difluoropropyl, 2-trifluoromethyl-333-trifluoropropyl, 1,1,1,2,2,2- 
hexafluoropropyl, 333-trifluoroprop-l-yl, and 333-trifluoroprop-2-yl, wherein 
each member of group B may be optionally substituted at any carbon up to and 
including 5 atoms from the point of attachment of B to A with one or more of 

the group consisting of R32, R33, R34» R 35> 311(1 R 36 ; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-2-yl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-2-yl, 

thiaetan-3-yl, wherein each ring carbon may be optionally substituted with R33, 
a ring carbon and nitrogen atoms adjacent to the carbon atom at the point of 
attachment may be optionally substituted with R9 or R 13 , a ring carbon or 

nitrogen atom adjacent to the R9 position and two atoms from the point of 
attachment may be substituted with R 10 , and a ring carbon or nitrogen atom 
adjacent to the R 13 position and two atoms from the point of attachment may 
be substituted with R12; 

R 9 , R 10 , R 1 1 , R 12 , and R 13 are independently selected from the group 

consisting of amidino, guanidino, carboxy, methoxy, ethoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-N- 
methylamino, dimethylamino, N-ethylamino, acetyl, propanoyl, trifluoroacetyl, 
pentafluoropropanoyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxy ethyl, 
carboxy methyl, methoxy carbonyl, ethoxy carbonyl, amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidocarbonyl, and cyano; 

A is selected from the group consisting of single covalent bond, O, 

C(O), CH 2 , CH 2 C(0), and (0)CCH 2 ; 

R 1 is selected from the group consisting of hydrido, methyl, ethyl, 
methoxy, ethoxy, N-methylamino, dimethylamino, N-ethylamino, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, and bromo; 
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R 2 is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, 4- 
pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 3-pyridazinyl, 
4-pyridazinyl, and 13,5-triazin-2-yl, wherein a carbon adjacent to the carbon at 

9 

the point of attachment may be substituted by R , the other carbon adjacent to 

13 

the carbon at the point of attachment may be substituted by R , a carbon 

adjacent to R and two atoms from the carbon at the point of attachment may be 

substituted by R 10 , a carbon adjacent to R 13 and two atoms from the carbon at 

12 

the point of attachment may be substituted by R , and any carbon adjacent to 

both R 10 and R 12 may be substituted by R 1 ; 

4a 4b 4a 4b 

KisCR R wherein R and R are independently selected from 

the group consisting of chloro, fluoro, and hydrido; 

E° is E 1 , when K is CR^R 4 **, wherein E* is selected from the group 

consisting of a covalent single bond, C(0)N(H), (H)NC(O), S(0) 2 N(H), 
N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 

K is selected from the group consisting of N(H) and CH 2 N(H); 

2 

E° is E , when K is selected from the group consisting of N(H) and 
2 

CH 2 N(H), wherein E is selected from the group consisting of C(0)N(H), 
(H)NC(O), S(0) 2 N(H), N(H)S(Q) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 
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Y° is selected from the group of formulas consisting of: 
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16 17 18 19 
R , R , R , and R are independently selected from the gvoup 

consisting of hydrido, methoxy, ethoxy, trifluoromethyl, pentafluoroethyl, 2,2,2- 
trifluoroethyl, trifluoromethoxy, fluoro, chloro, bromo, acetyl, trifluoroacetyl, 
methoxycarbonyl, ethoxycarbonyl, and cyano; 

20 2 1 20 2 1 22 

Q b is selected from the group consisting of NR R , + NR R R , 

dimethylsulfonium, methylethylsulfonium, diethylsulfonium, 

25 23 24 26 25 23 24 

trimethylphosphonium, C(NR )NR R , N(R )C(NR )N(R )(R ), 

QONCR^CCNR^NCR^XR^.NCR^NCR^CCNR^NCR^XR 24 ), 

oa OA ?^ 94 2^ 24 23 24 

N(R 25 )N(R 2 )S0 2 N(R^)(R Z ), C(0)NR^R , and C(0)NR R with 

20 21 22 

the provisos that no more than one of R , R , and R is hydroxy, methoxy, 

ethoxy, N-methylamino, N ,N-dimethylamino, and N,N,N-trimethylamino, or 

23 24 26 

amino and that no more than one of R , R , and R is hydroxy, methoxy, 

ethoxy, N-methylamino, N,N-dimethylamino, N,N,N-trimethylamino, or amino 

23 24 26 

when two of the group consisting of R , R , and R are bonded to the same 

atom and that said group is bonded direcdy to a carbon atom; 

20 21 22 23 24 25 26 
R ,R ,R ,R ,R ,R ,andR are independently selected from 

the group consisting of hydrido, methyl, ethyl, hydroxy, methoxy, ethoxy, 2- 
aminoethyl, 2-(N-methylamino)ethyl, 2-(N,N-dimethylamino)ethyl, 2-(N,N,N- 
trimethylamino)ethyl, N-(2-hydroxyethyl)amino, N,N-bis-(2-hydroxyethyl)amino, 
N-(2-hydroxyethyl)-N-(2-aminoethyl)amino, N-methylamino, N,N-dimethylamino, 
and N,N,N-trimethylamino; 

Q S is selected from the group consisting of a single covalent bond, CH 2 , 
CH 3 CH, CF 2 , CF 3 CH, CH 2 0, CH 3 C(H)0, CF 3 C(H)0, CH 2 C(0), 
CH 3 C(H)C(0), CF 3 C(H)C(0), and CF 2 C(0) with the proviso that Q S is 
bonded to E° through a carbon atom. 
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9. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of any one of Claims 1 through 8 and a pharmaceutical ly acceptable 
carrier. 

5 10. A method for inhibiting thrombotic conditions in blood comprising adding 
to blood a therapeutically effective amount of a composition of Claim 9. 

1 1. A method for inhibiting formation of blood platelet aggregates in blood 
comprising adding to blood a therapeutically effective amount of a composition 

10 of Claim 9. 

12. A method for inhibiting thrombus formation in blood comprising adding to 
blood a therapeutically effective amount of a composition of Claim 9. 

15 13. A method for treating or preventing venuous thromboembolism and 

pulmonary embolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition of Claim 9. 

14. A method for treating or preventing deep vein thrombosis in a mammal 

20 comprising administering to the mammal a therapeutically effective amount of a 
composition of Claim 9. 

15. A method for treating or preventing cardiogenic thromboembolism in a 
mammal comprising administering to the mammal a therapeutically effective 

2 5 amount of a composition of Claim 9. 

16. A method for treating or preventing thromboembolic stroke in humans and 
other mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of Claim 9. 

30 

17. A method for treating or preventing thrombosis associated with cancer and 
cancer chemotherapy in humans and other mammals comprising administering 
to the mammal a therapeutically effective amount of a composition of Claim 9. 
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18. A method for treating or preventing unstable angina in humans and other 
mammals comprising administering to the mammal a therapeutically effective 
amount of a composition of Claim 9. 

5 19. A method for inhibiting thrombus formation in blood comprising adding to 
blood a therapeutically effective amount of a compound of any one of Claims 1 
through 8 with a therapeutically effective amount of fibrinogen receptor 
antagonist. 

10 20. The use of a compound of any one of Claims 1 through 8, or a 

pharmaceutically acceptable salt thereof, in the manufacture of medicament for 
inhibiting thrombus formation, treating thrombus formation, or preventing 
thrombus formation in a mammal. 

15 



20 



25 



30 



35 
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21. A compound of the Formula: 




J 



or a pharmaceutical ly acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 
5 hydroxyalkyl, amino, aminoalkyl, amidino, carboxy, carboxamido, alkylsulfinyl, 

acyl, cyano, O-R 6 , NH-R 6 , and S-R 6 , wherein R 6 is alkyl or haloalkyl; 

B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a nitrogen 
with a removable hydrogen or a carbon adjacent to the carbon at the point of 
attachment of said phenyl or heteroaryl ring to A is optionally substituted by 
32 

10 R , a nitrogen with a removable hydrogen or a carbon at the other position 

36 

adjacent to the point of attachment is optionally substituted by R , a nitrogen 

32 

with a removable hydrogen or a carbon adjacent to R and two atoms from the 

33 

point of attachment is optionally substituted by R , a nitrogen with a 

36 

removable hydrogen or a carbon adjacent to R and two atoms from the point 

35 

15 of attachment is optionally substituted by R , and a nitrogen with a removable 

33 35 

hydrogen or a carbon adjacent to both R and R is optionally substituted by 
34 

R ; 

9 10 11 12 13 32 33 34 35 _ 36 
R ,R ,R ,R ,R ,R ,R ,R ,R ,andR are 

independently selected from the group consisting of hydrido, acetamido, 
20 haloacetamido, amidino, guanidino, alkylenedioxy, haloalkylthio, alkanoyloxy, 
alkoxy, cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
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heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, alkoxyalkyl, 
haloalkoxylalkyl, hydroxy, amino, alkoxyamino, nitro, alkylamino, 
N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylthioalkyl, alkyl sulfinyl, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, 
heteroarylsulfinyl, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, alkylsulfonylalkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido, 
amidosulfonyl, alkanoyl, haloalkanoyl, alkyl, alkenyl, halo, haloalkyl, 
haloalkenyl, haloalkoxy, hydroxyhaloalkyl, hydroxyalkyl, aminoalkyl, 
haloalkoxyalkyl, carboxyalkyl, carboalkoxy, carboxy, carboxamido, 
carboxamidoalkyl, and cyano; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently optionally Q ; 
B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
C2-C8 haloalkyl, wherein each member of group B is optionally substituted at 
any carbon up to and including 6 atoms from the point of attachment of B to A 

32 D 33 _34 35 36 
with one or more of the group consisting of R ,R ,R ,K ,anaK , 

B is optionally a C3-C12 cycloalkyl or C4-C9 saturated heterocyclyl, 
wherein each ring carbon is optionally substituted with R 33 , a ring carbon other 
than the ring carbon at the point of attachment of B to A is optionally 
substituted with oxo provided that no more than one ring carbon is substituted 
bv oxo at the same time, ring carbons and a nitrogen adjacent to the carbon 

9 D 13 

atom at the point of attachment are optionally substituted with R orR , a ring 
carbon or nitrogen atom adjacent to the R 9 position and two atoms from the 
point of attachment is optionally substituted with R 10 , a ring carbon or nitrogen 
adjacent to the R 13 position and two atoms from the point of attachment is 
optionally substituted with R 12 , a ring carbon or nitrogen three atoms from the 
point of attachment and adjacent to the R 10 position is optionally substituted 
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with R 1 1 , a ring carbon or nitrogen three atoms from the point of attachment 

12 33 
and adjacent to the R position is optionally substituted with R , and a ring 

carbon or nitrogen four atoms from the point of attachment and adjacent to the 

1 1 33 34 
R and R positions is optionally substituted with R ; 

5 A is selected from the group consisting of a bond, 

(W 7 ) rT -(CH(R 15 )) pa , and (CH(R 15 )) pa -(W ? ) rr wherein rr is 0 or 1, pa is an 

7 

integer selected from 0 through 6, and W is selected from the group 

7 7 7 

consisting of 0,S,C(0),(R )NC(0), (R )NC(S), and N(R ) with the proviso 

that no more than one of the group consisting of rr and pa is 0 at the same time 

7 

1 0 and with the further proviso that W is selected from other than C(O) when 
W 7 is bonded to 

n 

R is selected from the group consisting of hydrido, hydroxy, and 

alkyl; 

R 15 is selected from the group consisting of hydrido, hydroxy, halo, 

1 5 alkyl , and haloalkyl ; 

V is NH or NOH; 

X° and R 1 are independently selected from the group consisting of 
hydrido, alkyl, alkenyl, cyano, halo, haloalkyl, haloalkoxy, haloalkylthio, amino, 
aminoalkyl, alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, 
2 0 hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

R 2 is Z°-Q; 

41 42 

Z° is selected from the group consisting of a bond, (CR R )q 



41 o 

wherein q is an integer selected from 1 through 3, and (CH(R )) g -W - 
(CH(R 42 )) p wherein g and p are integers independently selected from 0 
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through 3 and W° is selected from the group consisting of O, S, C(O), S(O), 

41 41 
N(R ), and ON(R ); 

Z° is optionally (CH(R 41 )) e -W 22 -(CH(R 42 )) h wherein e and h are 

independently 0 or 1 and w 22 is selected from the group consisting of 
41 42 

5 CR =CR , 1,2-cyclopropyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 13-cyclohexyl, 

1,2-cyclopentyl, 13-cyclopentyl, 2,3-morpholinyl, 2,4-morpholinyl, 
2,6-morpholinyl, 3,4-morpholinyl, 3,5-morpholinyl, 1,2-piperazinyl, 
13-piperazinyl,23-piperazinyl,2,6-piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 
23-piperidinyl, 2,4-piperidinyl, 2,6-piperidinyl, 3,4-piperidinyl, 1,2-pyrrolidinyl, 
10 1 3-pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 

3.4- pyrrolidinyl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 

2.5- tetrahydrofuranyl, and3,4-tetrahydrofuranyl, wherein 7/ is directly bonded 

to the benzene ring and w 22 is optionally substituted with one or more 

9 10 11 12 13 
substituents selected from the group consisting of R , R , R , R , and R ; 

41 42 

15 R and R are independently selected from the group consisting of 

amidino, hydroxyamino, hydrido, hydroxy, amino, and alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a nitrogen 
with a removable hydrogen or a carbon adjacent to the carbon at the point of 

attachment of said phenyl or heteroaryl ring to Z° is optionally substituted by 
9 

20 R , a nitrogen with a removable hydrogen or a carbon at the other position 

13 

adjacent to the point of attachment is optionally substituted by R , a nitrogen 

9 

with a removable hydrogen or a carbon adjacent to R and two atoms from the 

10 

point of attachment is optionally substituted by R , a nitrogen with a 

13 

removable hydrogen or a carbon adjacent to R and two atoms from the point 

12 

25 of attachment is optionally substituted by R , and a nitrogen with a removable 
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hydrogen or a carbon adjacent to both R 10 and R 12 is optionally substituted by 

R"i 

Q is optionally hydrido with the proviso that Z° is selected from other 
than a bond; 

^ 4a 4b 
K is CR R ; 

4a 4b .r 

R and R are independently selected from the group consisting ot 

halo, hydrido, hydroxy, alkyl, and haloalkyl; 

4a 4b 1 1 
E , with the proviso that K is CR R ,isE wherein E is selected 

from the group consisting of a covalent single bond, C(0)N(H), (H)NC(O), 

C(S)N(H), (H)NC(S), S(0) 2 N(H), N(H)S(0) 2 , S(0) 2 N(H)C(0), and 

C(0)N(H)S(0) 2 ; 

K is optionally (CH(R 14 ))j-T wherein j is 0 or 1 and T is a bond or 

7 14 
N(R ) with the proviso that (CH(R ))j is bonded to the phenyl ring; 

R 14 is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

E°, with the proviso that K is (CH(R 14 ))j-T, is E 2 wherein E is 
selected from the group consisting of C(0)N(H), (H)NC(O), C(S)N(H), 
(H)NC(S), S(0) 2 N(H), N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

contiguous atoms from the point of attachment of Q to said phenyl or said 

heteroaryl to said phenyl or said heteroaryl is substituted by Q*\ a carbon 

s 17 
adjacent to the point of attachment of Q is optionally substituted by R , 
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S 

another carbon adjacent to the point of attachment of Q is optionally 
substituted by R 1 **, a carbon adjacent to Q b is optionally substituted by R 1 ^, 

and another carbon adjacent to Q is optionally substituted by R ; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

5 consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, nitro, alkoxyamino, alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, alkenyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, haloalkoxyalkyl, carboalkoxy, and cyano; 
16 19 

R or R is optionally selected from the group consisting of 

90 91 96 9S 93 94 25 23 24 

10 NR. R , N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

proviso that R 1 ^, R*^, and Q b are not simultaneously hydrido; 

20 2 1 

Q is selected from the group consisting of NR R , aminoalkyl, 

Ofs 9S 93 24 25 23 24 

hydrido, N(R )C(NR )N(R )(R ),andC(NR )NR R , with the 

20 21 

proviso that no more than one of R and R is selected from the group 

15 consisting of hydroxy, amino, alkylamino, and dialkylamino at the same time, 

23 24 . 

with the further proviso that no more than one of R and R is selected from 

the group consisting of hydroxy, amino, alkylamino, and dialkylamino at the 

same time; 

20 2 1 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

20 group consisting of hydrido, alkyl, hydroxy, aminoalkyl, amino, dialkylamino, 

alkylamino, and hydroxyalkyl; 

s 37 38 

Q is selected from the group consisting of a bond, (CR R \ 



14 1 

wherein b is an integer selected from 1 through 4, and (CH(R )) C -W - 

(CHCR^))^ wherein c and d are integers independently selected from 1 

1 14 
25 through 3 and W is selected from the group consisting of C(0)N(R ), 
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10 



(R 14 )NC(0), S(O). S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and N(R M ), with the 

proviso that R 14 is selected from other than halo when directly bonded to N, 

37 38 14 
and with the additional proviso that (CR R ) b and (CH(R )) c are bonded 



toE°; 



R 37 and R 38 are independently selected from the group consisting of 



hydrido, alkyl, and haloalkyl; 

-to _38 . 

R is optionally aroyl or heteroaroyl, wherein R is optionally 

substituted with one or more substituents selected from the group consisting of 
R W R 17 ,R I8 ,a„dR 19 ; 

V is optionally Y AT wherein Y AT is Q b -Q S ; 

Y° is optionally Q b -Q SS wherein Q SS is (CH(R 14 )) e -W 2 -(CH(R 15 )) h , 

2 4a 4b 

wherein e and h are independently 1 or 2 and W is CR =CR , with the 

14 o 
proviso that (CH(R )) e is bonded to E . 



1 5 22. Compound of Claim 21 of the Formula: 

,1 




20 



or a phaimaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 
hydroxyalkyl, amino, aminoalkyl, amidino, carboxy, carboxamido, alkylsulfinyl, 

formyl, cyano, O-R 6 , NH-R 6 , and S-R 6 , wherein R 6 is alkyl or haloalkyl; 
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B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

carbon at the point of attachment is optionally substituted by R , and any 

33 35 34 
carbon adjacent to both R and R is optionally substituted by R ; 

32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkylenedioxy, haloalkylthio, alkanoyloxy, alkoxy, hydroxy, amino, 
alkoxyamino, haloalkanoyl, nitro, alkylamino, alkylthio, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido, amidosulfonyl, 
alkyl, alkenyl, halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyalkyl, 
hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, carboxamido, cyano, and 

Q b ; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
C2-C8 haloalkyl, wherein each member of group B is optionally substituted at 
any carbon up to and including 6 atoms from the point of attachment of B to A 

32 33 34 35 _36 
with one or more of the group consisting of R , R , R , R , and R ; 

B is optionally a C3-C12 cycloalkyl or a C4-C9 saturated heterocyclyl, 

33 

wherein each ring carbon is optionally substituted with R , a ring carbon other 

than the ring carbon at the point of attachment of B to A is optionally 
substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and a nitrogen adjacent to the carbon 

9 13 

atom at the point of attachment are optionally substituted with R or R , a nng 

9 

carbon or nitrogen atom adjacent to the R position and two atoms from the 
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point of attachment is optionally substituted with R^, a ring carbon or nitrogen 

13 

atom adjacent to the R position and two atoms from the point of attachment 

is optionally subsumed with R 12 a nag carbou or aitrogen atotn toe atoms 

from the point of attachment and adjacent to the R^ position is optionally 

5 substituted with R* \ a ring carbon or nitrogen atom three atoms from the 

12 

point of attachment and adjacent to the R position is optionally substituted 
33 

with R , and a ring carbon or nitrogen atom four atoms from the point of 

11 33 

attachment and adjacent to the R and R positions is optionally substituted 

withR ; 

9 10 11 12 13 
10 R , R , R , R , and R are independently selected from the group 

consisting of hydrido, acetamido, haloacetamido, alkoxyamino, alkanoyl, 
haloalkanoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, alkoxy, 
cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 

1 5 alkylamino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylsulfinyl, arylsulfinyl, aralkylsulfmyl, cycloalkylsulfinyl, heteroarylsulfmyl, 
alkylsulfamido, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
heteroarylsulfonyl, amidosulfonyl, alkyl, aryl, aralkyl, cycloalkyl, 

2 0 cycloalkylalkyl, heteroaryl, heterocyclyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, carboxamido, and cyano; 

15 7 

A is bond or (CH(R ))p a -(W ) rr wherein rr is 0 or 1, pa is an integer 

7 

selected from 0 through 3, and W is selected from the group consisting of O, 
25 S, C(O), (R 7 )NC(0), (R ? )NC(S), and N(R ? ), with the further proviso that W ? 
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7 

is selected from other than C(O) when W is bonded to the N(H) on the 

benzene ring; 
7 . 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15 

R is selected from the group consisting of hydrido, hydroxy, halo, 

al kyl , and hal oalky 1 ; 

R 1 and X° are independently selected from the group consisting of 
hydrido, alkyl, cyano, halo, haloalkyl, haloalkoxy, amino, aminoalkyl, 
alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, hydroxyalkyl, 
alkoxyamino, thiol, and alkyl thio; 



R 2 is Z°-Q; 



0 41 42 

Z is selected from the group consisting of a bond, (CR R ) q 

41 o 42 
wherein q is 1 or 2, and (CH(R )) g - W -(CH(R )) p wherein g and p are 

integers independently selected from 0 through 3 and is selected from the 

group consisting of O, S, C(O), S(O), N(R 41 ), and ON(R 41 ); 

o 41 22 42 

Z is optionally (CH(R )) e -W -(CH(R )) h wherein e and h are 

independently 0 or 1 and w 22 is selected from the group consisting of 
41 42 

CR =CR , 1,2-cyclopropyl, 1,2-cyclobutyl, 1,2-cyclohexyl, 13-cyclohexyl, 

1.2- cyclopentyl, 13-cyclopentyl, 23-morpholinyl, 2,4-morpholinyl, 
2,6-morpholinyl, 3,4-morpholinyl, 3,5-morpholinyl, 1,2-piperazinyl, 
13-piperazinyl, 2,3-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 

2.3- piperidinyl, 2,4-piperidinyl, 2,6-piperidinyl, 3,4-piperidinyl, 
l,2-pyrrolidinyl,13-pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 
2,5-pyrrolidinyl, 3,4-pyrrolidinyl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyl, 
2,5-tetrahydrofuranyl, and 3,4-tetrahydrofuranyl, wherein Z° is directly bonded 

to the benzene ring and w 22 is optionally substituted with one or more 

9 10 11 12 13 
substituents selected from the group consisting of R , R , R , R , and R ; 



343 



41 42 

R and R are independently selected from the group consisting of 

hydrido, alkyl, hydroxy, and amino; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R 1 ^, a carbon adjacent to R* 3 and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R 1 ^ and R 12 is optionally substituted by R 1 

Q is optionally hydrido with the proviso that Z° is other than a bond; 

K is CR^R 415 ; 
4a 4b 

R and R are independently selected from the group consisting of 

halo, hydrido, and hydroxy; 

o 4a 4b 1 1 

E , with the proviso that K is CR R , is E wherein E is selected 

from the group consisting of a covalent single bond, C(0)N(H), (H)NC(O), 

S(0) 2 N(H), and N(H)S(0) 2 ; 

14 

K is optionally (CH(R ))j-T wherein j is 0 or 1 and T is a bond or 

7 14 
N(R ) with the proviso that (CH(R ))j is bonded to the phenyl ring; 

14 

R is hydrido or halo; 

E°, with the proviso that K is (CH(R 14 ))j-T, is E 2 wherein E 2 is 
selected from the group consisting of C(0)N(H), (H)NC(O), C(S)N(H), 
(H)NC(S), S(Q) 2 N(H), N(H)S(0) 2 , S(0) 2 N(H)C(0), and C(0)N(H)S(0) 2 ; 
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Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

s 

atoms from the point of attachment of Q to said phenyl or said heteroaryl is 

b s 
substituted by Q , a carbon adjacent to the point of attachment of Q is 

17 

5 optionally substituted by R , another carbon adjacent to the point of 

s 18 b 

attachment of Q is optionally substituted by R , a carbon adjacent to Q is 

16 b 
optionally substituted by R , and another carbon adjacent to Q is optionally 

substituted by R ; 

16 17 18 19 . J J f 

R , R , R , and R are independently selected from the group 

10 consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 

R^ or R^ is optionally selected from the group consisting of 

20 21 26 25 23 24 25 23 24 

15 NR R ,N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

proviso that R**\ R^, and Q b are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, 

26 25 23 24 25 23 24 

N(R )C(NR )N(R )(R ), and C(NR )NR R , with the proviso that no 

20 21 

more than one of R and R is selected from the group consisting of hydroxy, 

20 amino, alkylamino, and dialkylamino at the same time, with the further proviso that 

23 24 

no more than one of R and R is selected from the group consisting of 

hydroxy, amino, alkylamino, and dialkylamino at the same time; 

20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 
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Q S is selected from the group consisting of a bond, (CR 37 R^^)^ 

14 1 

wherein b is an integer selected from 1 through 4, and (CH(R )) c - W - 

(CH(R^)) ( j wherein c and d are integers independently selected from 1 

1 14 
through 3 and W is selected from the group consisting of C(0)N(R ), 

5 (R 14 )NC(0), S(O), S(0) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and N(R 14 ), with the 
14 

proviso that R is selected from other than halo when directly bonded to N, 

37 38 37 38 

and with the additional proviso that (CR R ) b and (CR R ) b , and 

(CH(R 14 )) C are bonded to E°; 

37 38 

R and R are independently selected from the group consisting of 

1 0 hydrido, alkyl , and haloalkyl ; 

38 38 

R is optionally aroyl or heteroaroyl, wherein R is optionally 

substituted with one or more substituents selected from the group consisting of 

16 17 18 19 
R ,R ,R , andR ; 

Y° is optionally Y AT wherein Y AT is Q^-Q S ; 

15 Y° is optionally Q b -Q ss wherein Q SS is (CH(R 14 )) e -W 2 -(CH(R 15 )) h , 

2 4a 4b 

wherein e and h are independently 1 or 2 and w is CR =CR with the 

14 o 
proviso that (CH(R )) e is bonded to E . 



20 



25 
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23. Compound of Claim 22 or a pharmaceutically acceptable salt thereof, 
wherein; 

,1 




or a pharmaceutically acceptable salt thereof, wherein; 
5 J is selected from the group consisting of halo, haloalkyl, hydroxy, 

hydroxyalkyl, amino, aminoalkyl, cyano, OR 6 , NH-R 6 , and S-R 6 , wherein R 6 

is alkyl or haloalkyl; 

B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

1 0 ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

carbon at the point of attachment is optionally substituted by R , and any 

33 35 34 
1 5 carbon adjacent to both R and R is optionally substituted by R ; 

32 33 34 35 , 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, 

2 0 carboxy, carboxamido, cyano, and Q b ; 
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15 7 

A is a bond or (CH(R )) pa -(W )„. wherein rr is 0 or 1 , pa is an 

7 7 7 
integer selected from 0 through 3, and W is (R )NC(0)orN(R ); 

7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 , W°- 

42 o 
(CH(R )) p wherein p is 0 or 1 and W is selected from the group consisting 

ofO, S, and N(R 41 ); 

41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

ring to Z° is optionally substituted by R^, the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R^, a carbon adjacent to R 13 and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R*° and R 12 is optionally substituted by R* *; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkyl sulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
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halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 
10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, arylamino, aralkylamino, heteroaryl amino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, 
alkylsulfonamido, amidosulfonyl, arylsulfinyl, aralkylsulfinyl, 
cycloalkylsulfinyl, heteroaryl sulfinyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroaryl sulfonyl, hydroxyalkyl, hydroxyhaloalkyl, 
aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, haloalkyl, 
and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 
of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

atoms from the point of attachment of Q to said phenyl or said heteroaryl is 

b s 
substituted by Q , a carbon adjacent to the point of attachment of Q is 

17 

optionally substituted by R , another carbon adjacent to the point of 

s 18 b 

attachment of Q is optionally substituted by R , a carbon adjacent to Q is 

16 b 
optionally substituted by R , and another carbon adjacent to Q is optionally 

substituted by R^; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 
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16 19. . „ vm 20 21 ,. /XTT .25 T 23 24 
R orR is optionally NR R orC(NR )NR R , with the 

proviso that R 1 ^, R 1 ^, and Q b are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, and 

25 23 24 20 21 

C(NR )NR R , with the proviso that no more than one of R and R is 

23 

5 hydroxy at the same time and with the further proviso that no more than one of R 
24 

and R is hydroxy at the same time; 

20 21 23 24 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, alkyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2 , and 
10 CH 2 CH 2 . 

24. Compound of Claim 23 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
1 5 hydroxy, hydroxy methyl, 1 -hydroxyethyl, 2-hydroxy ethyl, 1 ,2-dihydroxyethyl, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, methoxy, trifluoromethoxy , 
N-methylamino, methythio, and trifluoromethylthio; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazoIyl, 4-imidazolyl, 3-pyrazolyl, 
2 0 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, 

4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 

3- pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a carbon adjacent to 
the carbon at the point of attachment of said phenyl or heteroaryl ring to A is 

32 

optionally substituted by R , the other carbon adjacent to the carbon at the 

36 32 
25 point of attachment is optionally substituted by R , a carbon adjacent to R 

and two atoms from the carbon at the point of attachment is optionally 

33 36 
substituted by R , a carbon adjacent to R and two atoms from the carbon at 
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35 

the point of attachment is optionally substituted by R , and any carbon 

33 35 34 
adjacent to both R and R is optionally substituted by R ; 

32 33 34 35 36 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, acetamido, 
trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, methylthio, 
ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
2,2333-pentafluoropropyl, trifluoromethoxy, 1,1^2-tetrafluoroethoxy, fluoro, 
chloro, bromo, amidosulfonyl, N-methyl amidosulfonyl, 

N,N-dimethyl amidosulfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxy carbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, 

and Q^; 

A is selected from the group consisting of a bond, NH, N(CH3), 
N(OH), CH 2 , CH 3 CH, CF3CH, NHC(O), N(CH 3 )C(0), C(0)NH, 
C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, 
methylamino, dimethylamino, cyano, methyl, ethyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, hydroxy methyl, 1 -hydroxy ethyl, 
2-hydroxy ethyl, methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
l,l,2,2-tetrafluoroethoxy,fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 , 0, 

S, NH, N(CH 3 ), OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3~pyridyl, 
4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 
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3-pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a carbon adjacent to 
the carbon at the point of attachment of said phenyl or heteroaryl ring to Z° is 

9 

optionally substituted by R , the other carbon adjacent to the carbon at the point 

13 9 
of attachment is optionally substituted by R , a carbon adjacent to R and two 

5 atoms from the carbon at the point of attachment is optionally substituted by 

R^, a carbon adjacent to R^ and two atoms from the carbon at the point of 

12 

attachment is optionally substituted by R , and any carbon adjacent to both 

R 10 and R 12 is optionally substituted by R* *; 
9 11 13 

R , R , and R are independently selected from the group consisting 

10 of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethyl amino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyI, 

2,233 3-pentafluoropropyl, trifluoromethoxy, l,l,2,2-tetrafluoroethoxy,fluoro, 
15 chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro-l -hydroxy ethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R^ and are independently selected from the group consisting of 

2 0 hydrido, amidino, guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 

25 N,N-dimethylamidosulfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxyethyl, 
2,2,2-trifluoro- 1-hydroxyethyl, methoxy carbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
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N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl, N-(l -methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy , cyclohexylmethoxy , 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-ehloro-3-ethylphenoxy, 4~chloro-3-ethylbenzylamino, 
4-chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfonyl, 4~chlorophenylamino, 4-chlorophenylsulfonyl, 

5- chloropyrid-3-yloxy, 2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-diflubromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4~fluorobenzyloxy, 
2-fluoro3 -trifluoromethy lbenzyloxy , 3-fluoro-5-txifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifluoromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
4-isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4~isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methyiphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenyl ethyl amino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
3-trifluoromethylbenzyloxy, 4-trifluoromethy lbenzyloxy, 
2,4-bis-trifluoromethylbenzyloxy,3-trifluoromethylbenzyl, 

3 ,Sbis-trifluoromethylbenzyloxy, 4-trifl uoromethylphenoxy , 
3-trifluoromethylphenoxy,3-trifluoromethylthiobenzyloxy, 
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4-trifluoromethylthiobenzyloxy, 23,4-trifluorophenoxy, 23,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy; 

V is selected from the group consisting of: 

5 l-Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3 -Q b -6-Q S -2-R 1 6 -5-R 1 8 -4-R 1 pyridine, 2-Q b -5-Q S -3-R 1 6 -6-R 1 8 pyrazine, 

„ ..b s _18 18 19 . J . 

3- Q -6-Q -2-R -5-R -4-R pyndazine, 

2- Q b -5-Q S -4-R 17 -6-R 18 pyrimidine,5-Q b -2-Q S -4-R 16 -6-R 19 pyrimidine, 
10 3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 1? thiophene, 

3- Q b -5-Q S -4-R 1 6 -2-R 1 9 f uran , 2-Q b -5-Q S -3-R 1 6 -4-R 1 ? f uran, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R 17 pyrrole, 

4- Q b -2-Q S -5-R 19 imidazole,2-Q b -4-Q S -5-R 17 imidazole, 
3-Q b -5-Q S -4-R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 

15 2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and 

2-Q -5-Q S -4-R thiazole; 

16 17 18 19 . J , _ 

R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 

20 aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethyl amino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methyl sulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2^-trifluoroethyl, 2^333-p enta fl uoro P ro Pyl» 
triflxioromethoxy, 14,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 

25 hydroxymethyl, 1 -hydroxy ethyl, 2-hydroxyethyl, and cyano; 
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16 19 25 23 24 16 

R orR is optionally C(NR )NR R with the proviso that R , 

19 b 

R , and Q are not simultaneously hydrido; 

b 25 23 24 

Q is C(NR )NR R or hydrido, with the proviso that no more than 

23 24 

one of R and R is hydroxy at the same time; 
23 24 25 

R , R , and R are independendy selected from the group consisting of 

hydrido, methyl, ethyl, and hydroxy; 
s 

Q is selected from the group consisting of a bond, CH 2 and CH 2 CH 2 . 



25. Compound of Claim 24 or a pharmaceutically acceptable salt thereof, 
10 wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
hydroxy, hydroxy methyl, amino, aminomethyl, methoxy, trifluoromethoxy, and 
N-methylamino; 

B is selected from the group consisting of 2-aminophenyl, 

1 5 3-aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fIuorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3 -hydroxy phenyl, 4-hydroxy phenyl, 3-methoxyaminophenyl, 
3-methoxy phenyl, 4-methoxyphenyl, 3-methylphenyl, 4-methyl phenyl, phenyl, 

2 0 3-trifluoromethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 

5-chloro-3-trifluoromethyl-2-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethyl-2-pyridyl ; 

A is selected from the group consisting of CH2, CH3CH, CF3CH, 
NHC(O), CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 

25 R* and X° are independently selected from the group consisting of 

hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, 
cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 is Z°-Q; 
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Z is selected from the group consisting of a bond, CH 2 , O, S, NH, 

N(CH 3 ), OCH 2 , and SCH 2 ; 

Q is selected from the group consisting of 

3-amidocarbony 1 -5-aminopheny 1 , 3 -amino-5-(N-benzy lamidocarbonyl )pheny 1 , 
5 3-amino-5-benzylphenyU3-amino-5-(2-phenylethyl)phenyl, 

3-amino-5-benzylaminophenyl,3>amino-5-(2-phenylethylamino)phenyl, 

3-amino-5-benzyIoxyphenyl, 3-amino-5-(2-phenylethoxy)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
10 3-amino-5-(N-(2-trifluoromethylbenzyl)aniidocarbonyl)phenyl, 

3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-( 1 -methyl- l-phenylethyl)amidocarbonyl)phenyl, 

3-antino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
15 3-amino-5-(N-ethylamidocarbonyl)phenyl, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propylamidocarbonyl)phenyl, 

3 -amino-5-( N-i sobu ty lami docarbony 1 )phenyl , 

3-amino-5~(N-(2-butyl)amidocarbonyl)phenyl, 
2 0 3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxy methy lphenyl , 5-amino-3-methoxycarbonylpheny 1 , 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 

2 5 3-aminophenyl, 3-amino-5-(4-trifluoromethylbenzylamino)phenyl, 

3-amino-5-(4-trifluoromethylbenzyloxy)phenyl, 3-carboxy phenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl,3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxyphenyL, 3-hydroxyphenyl, 

3 0 3-methanesuifonylaminopbenyl, 2-methoxyphenyl, 3 -methoxy phenyl, 

3- methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylarrrinophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 
2-trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

35 3-bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 
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Y° is selected from the group consisting of: 
l.Q b _4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 
3 -Q b -6-Q S -2-R 1 6 -5-R 1 8 -4-R 1 pyridine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

R 16 and R 19 are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxy methyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally CCNR^NR^R 24 with the proviso that R 16 , 
19 b 

R , and Q are not simultaneously hydrido; 
17 18 

R and R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxy methyl, amino, carboxy, and cyano; 

h 25 23 24 

Q is C(NR )NR R or hydrido; 

23 24 25 
R , R , and R are independently hydrido or methyl ; 

Q S is CH 2 . 



26. Compound of Claim 23 of the Formula: 

,1 




J 

or a pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 
hydroxy alkyl, amino, and aminoalkyl; 
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B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 

adjacent to R 32 and two atoms from the carbon at the point of attachment is 

optionally substituted by R 33 , a carbon adjacent to R 36 and two atoms from the 

35 

carbon at the point of attachment is optionally substituted by R , and any 

33 35 34 
carbon adjacent to both R and R is optionally substituted by R ; 

R 32 , R 33 , R 34 , R 35 , and R 36 are independently selected from the 
group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, 

carboxamido, cyano, and Q b ; 

A is a bond or (CH(R 15 )) pa -(W 7 ) rr wherein rr is 0 or 1 , pa is an 

7 . 7 

integer selected from 0 through 3, and W is N(R ); 
7 

R is hydrido or alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 isZ°-Q; 

Z° is a bond; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 
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o 9 
ring to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R*^, a carbon adjacent to R 1 ^ and two atoms from the 

12 

5 carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R 1 ^ and R 1 ^ is optionally substituted by R* * ; 
9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
1 0 hydroxyalkyl, carboxy, carboxamido, and cyano; 

R^ and R^ are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
1 5 carboxyalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

atoms from the point of attachment of Q to said phenyl or said heteroaryl is 

b s . 

substituted by Q , a carbon adjacent to the point of attachment of Q is 

17 

2 0 optionally substituted by R , another carbon adjacent to the point of 

s 18 b 

attachment of Q is optionally substituted by R , a carbon adjacent to Q is 

optionally substituted by R^, and another carbon adjacent to is optionally 
19 

substituted by R ; 
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R , R , R ^, and R*^ are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
5 cyano; 

16 19 20 21 25 23 24 

R orR is optionally NR R orC(NR )NR R , with the 

, „16 19 b 
proviso that R , R , and Q are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 21 , hydrido, and 

CCNR^NR^R 24 ; 

20 21 23 24 25 
10 R , R , R , R , and R are independently hydrido or alkyl; 

Q S is CH 2 . 

27. Compound of Claim 26 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

15 J is selected from the group consisting of fluoro, chloro, 

trifluoromethyl, hydroxy, hydroxy methyl, amino, and aminomethyl; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, and 5-isoxazolyl, wherein a carbon 
2 0 adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

nng to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

35 

2 5 carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R 33 and R 3 ^ is optionally substituted by R 34 ; 
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32 33 34 35 „ 36 . ^ , 

R , R , R , R , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methoxyamino, 
methylthio, ethylthio, trifluorcmethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
5 fluoro, chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxy methyl, 

amidocarbonyl, carboxy, cyano, and Q b ; 

A is selected from the group consisting of a bond, NH, N(CH3>, CH2, 

CH3CH, and CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
10 amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, chloro, 
and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 

15 R is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 

2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon adjacent to the carbon at the point of attachment of said 

9 

phenyl or heteroaryl ring to the benzene ring is optionally substituted by R , 

the other carbon adjacent to the carbon at the point of attachment is optionally 

13 9 
2 0 substituted by R , a carbon adjacent to R and two atoms from the carbon at 

10 

the point of attachment is optionally substituted by R , a carbon adjacent to 
13 

R and two atoms from the carbon at the point of attachment is optionally 

12 10 12 

substituted by R , and any carbon adjacent to both R and R is optionally 

substituted by R**; 

9 11 13 

25 R , R , and R are independently selected from the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
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2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1 -hydroxy ethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 
_10 12 

K and R are independently selected from the group consisting of 

5 hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethyIbenzyl)amidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl, N-(l -methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 

1 0 N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 

1 5 carboxy methyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, methanesulfonamido, methoxycarbonyl, fluoro, 
chloro, bromo, and cyano; 

20 Y° is selected from the group consisting of: 

1- Q b .4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine,2-Q b -5-Q S -3-R 16 -4-R 17 thiophene ) 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine,3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, 

3- Q b -5-QUR 16 -2-R 19 furan,2-Q b -5-Q S -3-R 16 -4-R 17 fumn, 
25 S-Q^S-Q^R^^-R^pyrrole^-Q^S-Q'-S-R^-^R^pyrrole, 

4- Q b -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q S -4-R 17 thiazole; 

R ,R , R 18 , and R* 9 are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
3 0 dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
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methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2- trifluoroethyl, 
trifluoromethoxy, fluoro, chloro, hydroxy methyl, carbcxy, and cvano; 

Q b isNR 2 °R 21 orC(NR 25 )NR 23 R 24 ; 

20 21 23 24 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, and ethyl; 

Q S is CH 2 . 



28. Compound of Claim 27 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, trifluoromethyl, 
hydroxy, hydroxy methyl, amino, and aminomethyl; 

B is selected from the group consisting of 2-aminophenyl, 
3-aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3-hydroxyphenyl, 4-hydroxyphenyl, 3-methoxyaminophenyl, 
3 -methoxy phenyl, 4-methoxy phenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluoromethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
5-chloro-3-trifluoromethyl-2-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethyl-2-pyridyl ; 

A is CH 2 or CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N~(3-fluorobenzyl)amidocarbonyl)phenyl, 
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3-amino-5-(N-(2-trinuoromethylbenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(l -phenyl ethyl)amidocarbonyl)pheiiyl, 

3-amino-5-(N-(l -methyl- l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-arrtino-5-(N-ethylamidocarbonyl)phenyl, 

3 -ami no-5-( N-i sopropy 1 ami docarbony 1 )pheny 1 , 

3-amino-5-(N-propylamidocarbonyl)phenyl , 

3-amino-5-(N-isobutylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonyl phenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3 -carboxy phenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 
3-carboxymethyl-5-hydroxyphenyl,3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxy phenyl, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxy phenyl, 

3- methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 

4- methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

l.Q b .4_Q S .2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 1? -4-R 18 -3-R 19 pyridine, 
3 .Q b .6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 
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R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R 17 and R 18 are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is QNR^NR^R 24 ; 

R , R , and R are independendy hydrido or methyl; 
Q s is CH 2 . 

29. Compound of Claim 28 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, hydroxy, 
hydroxymethyl, and amino; 

B is selected from the group consisting of 3-aminophenyl, 
3-amidinophenyl, 4-amidinophenyl, 3-chlorophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 4-methylphenyl, phenyl, 2-imidazoyl, 
3-pyridyl, 4-pyridyl, and 3-trifluoromethyl-2-pyridyl ; 

AisCH 2 orCH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl , 3-amino-5-(N-benzylamidocarbonyl)phenyl , 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( 1-methyl- 1 -phenylethyl)amidocarbonyI)phenyl, 
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3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
5 3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 
1 0 3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 3-aminophenyl, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 

3- trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl; 

15 Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 

4- amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amdinobenzyl. 

30. Compound of Claim 23 where said compound is selected from the group of 
the Formula: 




or a pharmaceutically acceptable salt thereof, wherein; 

R 2 is 3-aminophenyl, B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, J is 

fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 

25 amidinobenzyl, J is fluoro, and R 1 is chloro; 
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2 0 
R is 3-aminophenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, J is 

fluoro, and R 1 is hydrido; 

2 0 
R is 3-aminophenyl, B is 2-imidazoyl, A is CH2CH 2 CH 2 , Y is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
5 R is 3-amidocarbonyl-5-aminophenyl, B is 3-chlorophenyl, A is CH2CH2, 

Y° is 4-amidinobenzyl, J is fluoro, and R* is chloro; 
2 

R is 3~amino-5-(N-benzylamidocarbonyl)phenyl, B is 3-chlorophenyl, A 
is CH 2 CH 2 ,Y° is 4-amidinobenzyl, J is fluoro, and R* is chloro; 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 3- 

10 chlorophenyl, A is CH 2 CH2, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 3- 

chlorophenyl, A is CH2CH2, Y° is 4-amidinobenzyl, J is fluoro, and R* is chloro; 

2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)- phenyl, B is 

3- chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, J is fluoro, and R is 
15 chloro; 

R 2 is 3,5-diaminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , is ^f- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 

4- amidinobenzyl, J is fluoro, and R* is chloro; 

2 

2 0 R^ is 3-amidocarbonyl-5-aminophenyl, B is 3-chlorophenyl, A is CH2CH2, 

Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 3-chlorophenyl, A 

is CH 2 CH 2 ,Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 3- 
2 5 chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, J is fluoro, and is hydrido; 
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R 4 ^ is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , Y° is 4-arnidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)- phenyl, B is 

3- chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is fluoro, and R 1 is 
5 hydrido; 

R z is 3,5-diaminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 ,Y is 4- 

amidinobenzyl, J is fluoro, and R 1 is hydrido; 

o o 
R z is 3-amino-5-carboxy phenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 

4- amidinobenzyl, J is fluoro, and R 1 is hydrido; 

10 R 2 is 3-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R z is 3-aminophenyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyr, J is 

hydroxy, and R* is chloro; 

R 2 is 3-aminophenyl, B is 2-imidazoyl, A is CH 2 CH 2 CH 2 , IS 4- 

15 amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amidocarbonyl-5-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , 

Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 3-chlorophenyl, A 
is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

20 R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is 
chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, J is hydroxy, and R is 
25 chloro; 
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R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)- phenyl, B is 

3- chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is 
chloro; 

R 2 is 3,5-diaminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
5 amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-carboxy phenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 

4- amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 

R is 3-amidocarbonyl-5-aminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , 

Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

10 R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 3-chlorophenyl, A 

is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

R* is3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, J is hydroxy, and R 1 is 
hydrido; 

2 

15 R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 3- 

chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, J is hydroxy, and R is 
hydrido; 

2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)- phenyl, B is 

3- chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is 
20 hydrido; 

R 2 is 3,5-diaminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-amino-5-carboxyphenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 

4- amidinobenzyl, J is hydroxy, and R 1 is hydrido. 

25 

31. Compound of Claim 22 of the Formula: 
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or a pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 

6 6 6.6 

hydroxyalkyl, amino, aminoalkyl, cyano, OR , NH-R , and S-R , wherein R 

5 is alkyl or haloalkyl; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 
alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B 
is optionally substituted at any carbon up to and including 6 atoms from the 

32 

point of attachment of B to A with one or more of the group consisting of R , 

33 34 35 36 
10 R , R , R , and R ; 

32 33 34 35 , 36 . J a f 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxy haloalkyl, carboalkoxy, 

15 carboxy, carboxamido, cyano, and Q b ; 

15 7 

A is a bond or (CH(R ))p a -(W ) rr wherein rr is 0 or 1, pa is an 

7 7 7 
integer selected from 0 through 3, and W is (R )NC(0) or N(R ); 

7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from the group consisting of hydrido, halo, alkyl, and 
20 haloalkyl; 

R^ and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
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alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 is Z°-Q; 

Z is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 , w°- 

42 o 
5 (CH(R )) p wherein p is 0 or 1 and W is selected from the group consisting 

ofO, S, and N(R 41 ); 

41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

10 ring to Z° is optionally substituted by R^, the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

10 13 
optionally substituted by R , a carbon adjacent to R and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 

10 12 11 
15 carbon adjacent to both R and R is optionally substituted by R ; 

9 11 13 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
2 0 carboxamido, and cyano; 

R 10 and R 12 are iadependendy selected from the group co„ s Udr,g cf 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
25 heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, 
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alkylsulfonamido, amidosulfonyl, arylsulfinyl, aralkylsulfinyl, 
cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, hydroxyhaloalkyl, 
aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, haloalkyl, 
5 and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

atoms from the point of attachment of Q to said phenyl or said heteroaryl is 

b s 
substituted by Q , a carbon adjacent to the point of attachment of Q is 

17 

1 0 optionally substituted by R , another carbon adjacent to the point of 

s 18 b 

attachment of Q is optionally substituted by R , a carbon adjacent to Q is 

optionally substituted by R**\ and another carbon adjacent to is optionally 

substituted by R*^; 

R *\ R 1 ^, R^, and R^ are independently selected from the group 

1 5 consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 

hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19 

R or R is optionally selected from the group consisting of 

2 0 NR 2 °R 21 , NCR^CCNR^NCR^XR 24 ), and QNR^NR^R 24 , with the 

, 16 19 b 
proviso that R , R , and Q are not simultaneously hydrido; 

b 20 2 1 

Q is selected from the group consisting of NR R , hydrido, 

CCNR^NR^R^and NCR^CCNR^NCR^XR 24 ), with the proviso that 
20 21 

no more than one of R and R is hydroxy at the same time and with the 
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further proviso that no more than one of R 23 and R 24 is hydroxy at the same 
time; 

20 21 23 24 25 j 26 

,k ,k ,K ,K ,andR are independently selected from the 

group consisting of hydrido, alkyl, and hydroxy; 
s . 

Q is selected from the group consisting of a bond, CH 2 , and 
CH 2 CH 2 . 

32. Compound of Claim 31 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, 
trifluoromethyl, hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 1,2- 
dihydroxyethyl, amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, methoxy, 
trifluoromethoxy, N-methylamino, methythio, and trifluoromethylthio; 

B is selected from the group consisting of hydrido, ethyl, 2-propynyl, 
2-propenyl, propyl, isopropyl, butyl, 2-butenyl, 3-butenyl, 2-butynyl, sec-butyl, 
/m-butyl, isobutyl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 
4-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, l-methyl-2-butenyl, 

1- methyl-3-butenyl, l-methyl-2-butynyl, 3-pentyl, l-ethyl-2-propenyl, 

2- methylbutyl, 2-methyl-2-butenyl, 2-methyl-3-butenyl, 2-methyl-3-butynyl, 

3- methylbutyl, 3-methyl-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 2-hexenyl, ' 
3-hexenyl, 4-hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 
l-methyl-2-pentenyl, l-methyl-3-pentenyl, 1 -methyl -4-pentenyl, 
l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, l-ethyl-2-butenyl, 
l-ethyl-3-butenyl, l-propyl-2-propenyl, 1 -ethyl -2-butynyl, 1-heptyl, 2-heptenyl, 

3- heptenyl, 4-heptenyl, 5-heptenyl, 6-heptenyl, 2-heptynyl, 3-heptynyl, 

4- heptynyl, 5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, l-methyl-3-hexenyl, 
1-methyl^l-hexenyl, l-methyl-5-hexenyl, l-methyl-2-hexynyl, 
l-methyl-3-hexynyl, 1-methyl^-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyl, l-ethyl-4-pentenyl, 1 -butyl -2-propenyl, l-ethyl-2-pentynyl, 
l-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 2,2-difluoropropyl, 4-trifluoromethyl- 
5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 
333-trifluoropropyl, wherein each member of group B is optionally substituted 
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at any carbon up to and including 5 atoms from the point of attachment of B to 
A with one or more of the group consisting of R 32 , R 33 , R 34 , R 35 , an d r 36 . 

p 32 33 34 35 J 36 

' K ' K • K , and R are independently selected from the 

group consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido, trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 
methylthio, ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,2,333-pentafluoropropyl, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, 2-hydroxy ethyl, 2,2,2-trifluoro-l -hydroxy ethyl, 
methoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, cyano, and Q b ; 

A is selected from the group consisting of bond, NH, N(CH 3 ), N(OH), 

CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(0), C(0)NH, C(0)N(CH 3 ), 

CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, 
methylamino, dimethylamino, cyano, methyl, ethyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1-hydroxyethyl, 

2- hydroxyethyl, methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 , 0, 
S, NH, N(CH 3 ), OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 

3- thienyl, 2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 
3-pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 
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5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 
heteroaryl ring to Z° is optionally substituted by R 9 , the other carbon adjacent 

to the carbon at the point of attachment is optionally substituted by R 13 , a 
9 

carbon adjacent to R and two atoms from the carbon at the point of attachment 

is optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from 

the carbon at the point of attachment is optionally substituted by R 12 , and any 

carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 1 ; 
9 11 13 

R ,R ,andR are independently selected from the group consisting 
of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, l,U,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 
2-hydroxyethyl, 2,2,2-trifluoro- 1-hydroxyethyl, amidocarbonyl, 
N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, and cyano- 
j~ 10 12 . 

and K are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 

1- aminoethyl, 2-aminoethyl, N-methylamino, dimethyl ami no, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
NJsJ-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 

2- hydroxyethyl, 2,2,2-trifluoro- 1-hydroxyethyl, methoxycarbonyl, 
ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, 
N.N-dimethylamidocarbonyl.N-benzylamidocarbonyl, 
N-(2-chlorobenzyl)amidocarbonyl, N-(3-fluorobenzyl)amidocarbonyl, 
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NK2-trifluoromethylbenzyl)amidocarbonyl,N-(l-phenylethyl)amidocarbonyl, 
N-(l-methyl-l-phenylethyl)amidocarbonyl, N-benzylamidosulfonyl, 
N-(2-chlorobenzyl)amidosulfonyl, N-ethylamidocarbonyl, 
N-isopropylamidocarbony 1, N-propylamidocarbonyl , 
N-isobutylamidocarbonyl,N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chJoro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluorornethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylrnethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylarnino, 
4-chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfonyl, 4-cbJorophenylamino, 4-chlorophenylsulfonyl, 

5- chloropyrid-3-yloxy,2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, ' 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4-fluorobenzyIoxy, 
2-fluoro-3-trifluoromethylbenzyloxy,3-nuoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy,4-fluoro-3-trifluoromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-nuoro^-trifluorornethylphenoxy, 
4-isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
3-trifluoromethyIbenzyloxy, 4-trifluoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyloxy, 3-trifluoromethylbenzyI, 

3.5- bis-trifluoromethylbenzyloxy, 4-trifluoromethylphenoxy, 
3-trifluoromethyIphenoxy, 3-trifluoromethylthiobenzyloxy, 
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4- trifluoromethylthiobenzyloxy, 2,3,4-trifluorophenoxy, 23,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l ,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy; 

Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R 16 3-R 17 5-R 18 6-R 19 benz e n e) 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

5- Q^Q^^R^-S-R^^R^pyndine^-Q^Q^S-R^^R^py-zine, 

b s 18 1 R 1Q 

3- Q -6-Q -2-R -5-R XO -4-R pyridazine, 

2- Q b 5-Q^4-R 1 VR 18 pyrimidine,5-Q^2-Q S -4-R 16 -6-R 19 pyrimidine, 

3- Q b 5-Q S -4-R 16 -2-R 19 thiophene,2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 
3-Q b -5-Q S ^-R 16 2-R 19 furan,2-Q b -5-Q S -3-R 16 -4-R 17 furan, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole,2-Q b -5-Q S -3-R 16 -4-R 17 p yrrole, 

4- Q b -2-Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R 17 imidazoIe, 
3-Q b -5-Q S -4-R 16 isoxazole,5-Q b -3-Q S -4-R 16 isoxazole, 
2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and 
2-Q b -5-Q S -4-R 17 thiazole; 

R ,R ,R , and R 19 are independently selected from the group 
consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethyl amino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-triiluoroethyl, 2,2333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, biomo, 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, and cyano; 
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R or R 19 is opUonally selected from Ihe group consisting of NR 20 R 21 , 
C t NR a WV«. a„d rVW^NCR^XR 24 ), with ^ proviso ^ R "> 
K , and Q are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 21 , hydrido, 
QNR^NR^R 24 , aod N(R 2 WW"), with the proviso that no 

more than one of R 20 and R 21 is hydroxy at the same time and with the further 

proviso that no more than one of R 23 and R 24 is hydroxy at the same time; 

20 21 23 24 25 26 
^ ,p< ,k ,k ,k ,andR are independently selected from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 
Q is selected from the group consisting of a bond, CH 2 , and CH 2 CH 2 . 

33. Compound of Claim 32 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
hydroxy, hydroxy methyl, amino, aminomethyl, methoxy, trifluoromethoxy, and ' 
N-methylamino; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 
2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, (S)-2-butyl, 
fc^-butyl, isobutyl, 1-pentyl, 3-pentyl, 2-methyl butyl, 2,2,2-trifluoroethyl, 
6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3-hydroxypropyl, 

1- methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 

2- dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl,4-guanidinobutyl, 

3- hydroxypropyl, 4-hydroxy butyl, 6-cyanohexyl, 2-dimethylaminoethyl,' 

3- methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 

4- aminobutyl; 

A is selected from the group consisting of a bond, CH 2 , NHC(O), 
CH 2 CH 2 , CH 2 CH 2 CH 2 , and CH 3 CHCH 2 ; 
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R and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, 
cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 isZ°-Q; 

Z is selected from the group consisting of a bond, CH 2 , 0, S, NH, 

N(CH 3 ), OCH 2 , and SCH 2 ; 

Q is selected from the group consisting of 

3-armdc)carbonyl-5-aminophenyl,3-amjno-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-ben2ylphenyl,3-amino-5-(2-phenylethyl)phenyl, 

3-amino-5-benzylaminophenyl,3-amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-amino-5-(2-phenylethoxy)phenyl , 
3 -ami no-5-(N-(2-chJorobenzyl )ami docarbonyl )phenyl , 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-( 1 -phenyl ethyl )amidocarbonyl)phenyl, 

3-amino-5-(N-( 1-methyl- 1 -phenylethy])amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)phenyl, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propy]amidocarbonyl)pheny], 

3-amino-5-(N-i sobutylami docarbonyl )phenyl , 

3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-S(N-cyclohexylamidocarbonyI)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonyl phenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-amino-5-(4-trifluoromethylbenzylamino)phenyl, 
3-amino-5-(4-trifluoromethylbenzyIoxy)phenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chJorophenyl, 
2-chJorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 
2-fluorophenyl, 3-fluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 
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3-methanesulfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 

3-methoxyaminophenyl,3-methoxycarbonylphenyl,2-methylami n ophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

1- Q b .4-Q S -2-R 16 -3-R 17 5-R 18 6-R 19 b e nzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b 6-Q S -2-R 1 6 -5-R 1 8 -4-R 1 pyridine, 

3-Q b 5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R I6 -4-R 17 thiophene; 
D 16 19 

3X101 R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally QNR^NR^R 24 with the proviso that R 16 , 
19 b 

R , and Q are not simultaneously hydrido; 
17 jg 

R andR are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q b is QNR^NR^R 24 or hydrido; 

D 23 24 25 

. R > and R are independently hydrido or methyl; 

Q S isCH 2 . 



34. Compound of Claim 31 of the Formula: 
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10 



15 




J 

or a pharmaceutical])/ acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 
hydroxyalkyl, amino, and aminoalkyl; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 
alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B 
is optionally substituted at any carbon up to and including 6 atoms from the 
point of attachment of B to A with one or more of the group consisting of R 32 , 

d 33 o 34 D 35 , „36 
R ,R ,R ,andR ; 

p 32 d 33 d 34 D 35 36 

' K > K » R . and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, 
carboxamido, cyano, and Q b ; 

A is a bond or (CH(R 15 )) pa -(W 7 ) rT wherein rr is 0 or 1, pa is an 

7 7 

integer selected from 0 through 3, and W is N(R ); 
7 

R is hydrido or alkyl; 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

20 R 1 and X° are independently selected from the group consisting of 

hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 
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R 2 isZ°-Q; 
Z° is a bond; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 
5 ring to Z° is optionally substituted by R 9 , the other carbon adjacent to the 

carbon at the point of attachment is optionally substituted by R 13 , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 
optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from the 
carbon at the point of attachment is optionally substituted by R 12 , and any 
10 carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 *; 

' , and R are independently selected from the group consisting 
of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 
D 10 12 

311(1 R are independently selected from the group consisting of 
hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 
of said phenyl or said heteroaryl is substituted by Q S , a carbon two or three 
atoms from the point of attachment of Q S to said phenyl or said heteroaryl is 

substituted by Q b , a carbon adjacent to the point of attachment of Q S is 

17 

optionally substituted by R , another carbon adjacent to the point of 
2 5 attachment of Q S is optionally substituted by R 18 , a carbon adjacent to Q b is 



15 



20 



382 



optionally substituted by R 16 , and another carbon adjacent to Q b is optionally 

substituted by R 1 ^; 

_.16 17 18 19 

R ,R ,R , andR are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfmyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19. 

R or R is optionally selected from the group consisting of 
NR 2 °R 21 ,N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and QNR^NR^R 24 , with the 
proviso that R 16 , R 19 , and Q b are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 21 , hydrido, 
NCR^CCNR^NCR^XR 24 ), and QNR^NR^R 24 ; 

D 20 O 21 o 23 r, 24 r> 25 ^26 

K ,K ,R ,R ,R ,andR are independently hydrido or alkyl; 
Q S is CH 2 . 



35. Compound of Claim 34 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, 
trifluoromethyl, hydroxy, hydroxymethyl, amino, and aminomethyl; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 

2- propynyl, propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, ferf-butyl, 
isobutyl, 2-methylpropenyl, l-pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 

3- pentynyl, 2-pentyl, 3-pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 
3-methylbutyl, 3-methyl-2-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4-hexenyl, 
2-hexynyl, 3-hexynyl,4-hexynyl, 2-hexyl, l-methyl-2-pentenyl, 
l-methyl-3-pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, 

1- ethyl-2-butenyl, 1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 

2- heptynyl, 3-heptynyl, 4~heptynyl, 5-heptynyl, 2-heptyl, 1 -methyl -2-hexenyl, 
1 -methyl -3-hexenyl, 1 -methyl -4-hexenyl, l-methyl-2-hexynyl, 
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l-methyl-3-hexynyl, l-methyl-4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyl, 1 -ethyl -2-pentynyl, l-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 
2,2-difluoropropyl, 4-trifluoromethyl-5,5,5-trifluoropentyl, 
4-trifluoromethylpentyl, 5,5,6,6,6-pentafluorohexyl, and 333-trifluoropropyl, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 5 atoms from the point of attachment of B to A with one or more 
of the group consisting of R 32 , R 33 , R 34 , R 35 , an d R 36 ; 

p 32 d 33 x> 34 o 35 36 

' K ' K > R ,andR are mdependentiy selected from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 

ethoxy, hydroxy, amino, N-methylamino, dimethylamino, methoxyamino, 

methylthio, ethylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

fluoro, chJoro, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, 

amidocarbonyl, carboxy, cyano, and Q b ; 

A is selected from the group consisting of a bond, NH, N(CH 3 ), CH 2 , 
CH 3 CH, and CH 2 CH 2 ; 

A is optionally selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) with the 
proviso that B is hydrido; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, chloro, 
and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 
2 

R is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon adjacent to the carbon at the point of attachment of said 
phenyl or heteroaryl ring to the benzene ring is optionally substituted by R 9 , 
the other carbon adjacent to the carbon at the point of attachment is optionally 
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13 9 
substituted by R , a carbon adjacent to R and two atoms from the carbon at 

the point of attachment is optionally substituted by R 10 , a carbon adjacent to 
13 

R and two atoms from the carbon at the point of attachment is optionally 
substituted by R 12 , and any carbon adjacent to both R 10 and R 12 is optionally 

substituted by R^; 

9 11 13 

R , R , and R are independently selected from the group consisting 
of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano- 

jy 10 12 

K and R are independently selected from the group consisting of 
hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl )ami docarbonyl , N-(2-trifIuoromethylbenzyl)ami docarbonyl, 
N-( l-phenylethyl)amidocarbonyl, N-( 1-methyl- 1 -phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propyl ami docarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, methanesulfonamido, methoxycarbonyl, fluoro, 
chloro, bromo, and cyano; 

Y° is selected from the group consisting of: 
l-Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 
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2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3- Q b -6-Q S >2-R 16 -5-R 18 -4-R 19 pyridine, 3-Q b - 5-Q S -4-R 16 -2-R 19 thiophene, 
3-Q b -5-Q^4-R 16 -2-R 19 furan,2-Q^5-Q^3-R 1 VR 17 fumn, 
3-Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R 17 pyrToIe, 

5 4-Q b -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q S -4-R 17 thiazole; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethy], N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
1 0 methyl sulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, chloro, hydroxy methyl, carboxy, and cyano; 

b 20 21 

Q is selected from the group consisting of NR R , 

C(NR 25 )NR 23 R 24 , and NCR^CCNR^NCR^XR 24 ); 

20 21 „23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

15 group consisting of hydrido, methyl, and ethyl; 

Q S is CH 2 . 



36. Compound of Claim 35 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

20 J is selected from the group consisting of fluoro, trifluoromethyl, 

hydroxy, hydroxy methyl, amino, and aminomethyl; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 
2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, (S)-2-butyl, 
rm-butyl, isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 

2 5 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 3-hydroxypropyl, 

1- methoxy-2-propyl, 2-methoxy ethyl, 2-methyl -2-butyl, 3-methyl-2-butyl, 

2- dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxy ethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 

3- hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 
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3- methylbutyl, 2-methyl butyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 

4- aminobutyl; 

A is selected from the group consisting of a bond, CH2, CH3CH, and 
CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

2 

R is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3>fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyI, 
3 -amino-5-(N-benzylamidosulf onyl)phenyl , 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3 -ami no-5-(N-ethyl amidocarbony 1 )pheny 1 , 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3 -carboxy phenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxyphenyl, 3 -carboxy methyl -5-aminophenyl , 
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3-carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyI, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

S-hydroxyphenyKS-methanesulfonylaminophenyl.Z-methoxyphenyl, 

3- methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyI, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 

4- methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R 16 3-R 17 5-R 18 6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 p yndine, 

3-Q b 5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 
D 16 JD 19 

and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 
IV 18 

311(1 R are independently selected from the group consisting of 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano- 

Q b isC(NR 25 )NR 23 R 24 ; 

_23 24 25 

> R .andR are independently hydrido or methyl; 

Q S is CH 2 . 



37. Compound of Claim 36 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, hydroxy, 
hydroxymethyl, and amino; 

B is selected from the group consisting of hydrido, ethyl, 2-propenyI, 
2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, (S)-2-butyl, 
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tert-butyl isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyI, 
6-amidocarbonylhexyl, 4~methyl-2-pentyl, 3-hydroxypropyl, 

1- methoxy-2-propyl, 2-methoxyethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 

2- dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 

3- hydroxypropyl, 4-hydroxy butyl, 6-cyanohexyl, 2-dimethylaminoethyl, 

3- methylbutyI, 2-methylbutyl, (S)-2-methyIbutyl, 3-aminopropyl, 2-hexyl, and 

4- aminobutyl; 

A is selected from the group consisting of a bond, CH 2 , CH3CH, and 
CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

2 

R is selected from the group consisting of 

3-amidocarbonyl-5-aminophenyl,3-amino~5-(N-benzylamidocarbonyl)phenyI, 

3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(NKl-methyl-l-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyI, 

3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyI)phenyl, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propylamidocarbonyl)phenyl, 

3-amino-5-(N-isobutylamidocarbonyl)phenyl, 

3-amino-S(N~(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyI)phenyl, 3-aminophenyl, 
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3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-mechanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methyIphenyl, phenyl, 

3- trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 

4- amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amidinobenzyL 

38. Compound of Claim 3 1 where said compound is selected from the group of 
the Formula: 



or a pharmaceutical^ acceptable salt thereof, wherein; 

R 2 is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 0 
R is 3-aminophenyl, B is (S)-2-butyl, A is a bond, Y is 4-amidinobenzyl, 

J is hydroxy, and R 1 is chloro; 

R 2 is 5-amino-2-fluorophenyl, B is isopropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 2-methy!-3-aminophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 0 
R is 3-aminophenyl, B is ethyl, A is a bond, Y is 4-amidinobenzyl, J is 

hydroxy, and R^" is chloro; 

2 0 
R is 3-aminophenyl, B is ethyl, A is a bond, Y is 4-amidino-2- . 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 
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2 

R is 3-aminophenyl, B is 2-propenyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is isopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is isopropyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-butyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is (R)-2-butyl, A is a bond, Y° is 4-amidinobenzyl, 
J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-propynyl, A is a bond, Y° is 4-arnidinobenzyl, 
J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 3-pentyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyl, J is 

hydroxy, and R 1 is chloro; 
2 

R is 3-aminophenyl, B is 2-methypropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-propyl, A is CH 3 CH, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is propyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 
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R 2 is 3-aminophenyl, B is tert-butyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is tert-butyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is chloro; 
2 

5 R is 3-aminophenyl, B is 3-hydroxypropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-methylpropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is butyl, A is a bond, Y° is 4-amidinobenzyl, J is 
10 hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is l-methoxy-2-propyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is 2-methoxyethyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 
15 R 2 is 3-aminophenyl, B is 2-propyl, A is a bond, Y° is 5-amidino-2- 

thienylmethyl, J is hydroxy, and R 1 is chloro; 

R is S-amino-2-methylthiophenyl, B is 2-propyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chJoro; 
2 

R is 3-amino-5-carboxyphenyl, B is isopropyl, A is a bond, Y° is 4- 

2 0 amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-carbomethoxyphenyl, B is isopropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is isopropyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is bromo; 
25 r2 is 3-amino-5-carboxamidophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 
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2 

R is 3-amino-5-(N-benzyl-N-methylamidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, B is isopropyl, 
A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-amino-5-(N-(2-phenyl-2-propyl)amidocarbonyI)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2,4-dichlorobenzyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(4-bromobenzyl)amidocarbonyl)phenyI, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is isopropyl, A is a 
bond, Y is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is isopropyl , 
A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, B is isopropyl, 
A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-triiluoromethylbenzyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-isobutylamidocarbonyl)phenyl, B is isopropyl, A is a 

bond, Y is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, B is isopropyl, A is a 
bond, Y is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, B is isopropyl, A is 
a bond, Y is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
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2 

R is 3-amino-5-(N-cycloheptylamidocarbonyl)phenyl, B is isopropyl, A 
a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-amino-5-(N-(2-pyridylmethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-pyridylmethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-(4-methoxyphenyl)ethyl)amidocarbonyl)phenyl, B 

is isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-phenylpropyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2,2-diphenylethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-naphthylmethyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(l,23,4-tetrahydronaphth-2- 
ylmethyl)amidocarbonyl)phenyl, B is isopropyl, A is a bond, Y° is 4-amidinobenzyl, 
J is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is 2-propyl, A is a bond, Y° is 4-amidino-3- 
fluorobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-carboxyphenyl, B is 2-propyl, A is a bond, Y° is 4-amidinobenzyl, J 

is hydroxy, and R 1 is hydrido; 
2 

R is 3-aminophenyl, B is 2-propyl, A is a bond, Y° is 4-amidino-3- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3,5-diaminophenyl, B is 2,2,2-trifluoroethyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 
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2 

R is 3,5-diaminophenyl, B is (S)-2-butyl, A is a bond, Y° is 4- 



amidinobenzyl, J is hydroxy, arid R 1 is chJoro; 
2 

R is 3,5-diaminophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3,5-diaminophenyl, B is isopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzylbenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is ethyl, A is a bond, Y° is 4-amidinobenzyl, J is 

hydroxy, and R 1 is chloro; 
2 

R is 3,5-diaminophenyl, B is ethyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-carboxyphenyl, B is 2,2,2-trinuoroethyl, A is a bond, Y° is . 

4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is (S)-2-butyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-carboxyphenyl, B is isopropyl, A is a bond, Y° is 4- 

amidino-2-fluorobenzyl benzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-carboxyphenyl, B is ethyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-carboxyphenyl, B is ethyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 2,2,2-trifluoroethyl, 

A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is (S)-2-butyl, A is a 

bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is isopropyl, A is a 
bond, Y is 4-amidino-2-fluorobenzylbenzyl, J is hydroxy, and R 1 is chloro; 
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2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is ethyl, A is a bond, 
Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is ethyl, A is a bond, 

Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 
2 

5 R is3,5-diaminophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzylbenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is 2,2,2-trifluoroethyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is (S)-2-butyl, A is a bond, Y° is 4-amidinobenzyl, 
10 J is fluoro, and R 1 is chloro; 

R is 5-amino-2-fluorophenyl, B is isopropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R is 2-methyl-3-aminophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

15 R is 3-aminophenyl, B is ethyl, A is a bond, Y° is 4-amidinobenzyl, J is 

fluoro, and R 1 is chloro; 



2 

R is 3-aminophenyl, B is ethyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-aminophenyl, B is 2-propenyl, A is a bond, Y° is 4-amidinobenzyl, J 

20 is fluoro, and R 1 is chloro; 
2 

R is 3-aminophenyl, B is isopropyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is isopropyl, A is a bond, Y° is 4-amidinobenzyl, J 

is fluoro, and R 1 is chloro; 
2 

25 R i s 3-aminophenyl, B is 2-butyl, A is a bond, Y° is 4-amidinobenzyl, J is 

fluoro, and R 1 is chloro; 
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R is 3-aminophenyl, B is (R)-2-butyl, A is a bond, Y° is 4-amidinobenzyl, 
J is fluoro, and is chloro; 

R 2 is 3-aminophenyl, B is 2-propynyl, A is a bond, Y° is 4-amidinobenzyl, 
J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 3-pentyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, J is 
fluoro, and R* is chloro; 

R 2 is 3-aminophenyl, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyl, J is 
fluoro, and R* is chloro; 

R 2 is 3-aminophenyl, B is 2-methypropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-propyl, A is CH3CH, Y° is 4-amidinobenzyl, J 
is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is propyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is tert-butyl, A is a bond, Y° is 4-amidinobenzyl, J 
is fluoro, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is tert-butyl, A is a bond, Y° is 4-amidinobenzyl, J 
is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 3-hydroxypropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-methylpropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 
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R is 3-aminophenyl, B is butyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is chloro; 

R is 3-aminophenyl, B is l-methoxy-2-propyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R is 3-aminophenyl, B is 2-methoxy ethyl, A is a bond, Y° is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-aminophenyl, B is 2-propyl, A is a bond, Y° is 5-amidino-2- 

thienylmethyl, J is fluoro, and R 1 is chJoro; 
2 

R is 5-amino-2-methylthiophenyl, B is 2-propyl, A is a bond, Y° is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-carboxyphenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-carbomethoxyphenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-aminophenyl, B is isopropyl, A is a bond, Y° is 4-amidinobenzyl, J 

is fluoro, and R 1 is bromo; 
2 

R is 3-amino-5-carboxamidophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzyl-N-methylamidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-( l-phenylethyl)amidocarbonyl)phenyl, B is isopropyl, 

A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-phenyl-2-propyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chJoro; 
2 

R is 3-amino-5-(N-(2,4-dichIorobenzyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
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R is 3-amino-5-(N-(4-bromobenzyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-airrino-5-(N-benzylamidocarbonyl)phenyl, B is isopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyI)phenyl, B is isopropyl, 

A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, B is isopropyl, 

A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-trifluoromethylbenzyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-isobutylamidocarbonyl)phenyl, B is isopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, B is isopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, B is isopropyl, A is 
a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-cycloheptylamidocarbonyl)phenyl, B is isopropyl, A is 

a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-pyridylmethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(3-pyridylmethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-(4-methoxyphenyl)ethyl)amidocarbonyl)phenyl, B 
is isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
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R is 3-amino-5-(N--(3-phenylpropyl)amidocarbonyl)phenyl, B is 
isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R is 3-amino-5-(N-(2,2-diphenylethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R* is chloro; 
2 

5 R is 3-amino-5-(N-(2-naphthylmethyl)amidocarbonyl)phenyl, B is 

isopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-airuno-5-(N-(l,23,4-tetrahydronaphth-2- 
ylmethyl)amidocarbonyl)phenyl, B is isopropyl, A is a bond, Y° is 4-amidinobenzyl, 

J is fluoro, and R 1 is chloro; 

2 0 
10 R is 3-aminophenyl, B is 2-propyl, A is a bond, Y is 4-amidino-3- 

fluorobenzyl, J is fluoro, and R 1 is hydrido; 

2 0 
R* is 3 -carboxy phenyl, B is 2-propyl, A is a bond, Y is 4-amidinobenzyl, J 

is fluoro, and R 1 is hydrido; 

2 0 
R is 3-aminophenyl, B is 2-propyl, A is a bond, Y is 4-amidino-3- 

15 fluorobenzyl, J is fluoro, and R* is chloro; 

2 0 
R is 3,5-diaminophenyl, B is 2,2,2-trifluoroethyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 

2 0 
R is 3,5-diaminophenyl, B is (S)-2-butyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R^ is chloro; 

2 0 
20 R is 3,5-diaminophenyl, B is isopropyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 

2 0 
R is 3,5-diaminophenyl, B is isopropyl, A is a bond, Y is 4-amidino-2- 

fluorobenzyl benzyl, J is fluoro, and R 1 is chloro; 

2 0 
R is 3,5-diaminophenyl, B is ethyl, A is a bond, Y is 4-amidinobenzyl, J is 

25 fluoro, and R 1 is chloro; 
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R is 3,5-diaminophenyl, B is ethyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R is 3-amino-5-carboxy phenyl, B is 2,2,2-trifluoroethyl , A is a bond, Y° is 
4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is (S)-2-butyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R is 3-amino-5-carboxyphenyl, B is isopropyl, A is a bond, Y° is 4- 
amidino-2-fluorobenzylbenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is ethyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is ethyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 2,2,2-trifluoroethyl, 

A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is (S)-2-butyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is isopropyl, A is a 

bond, Y° is 4-amidino-2-fluorobenzylbenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is ethyl, A is a bond, 

Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is ethyl, A is a bond, 
Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is isopropyl, A is a bond, Y° is 4- 

amidinobenzylbenzyl, J is fluoro, and R 1 is hydrido. 

39. Compound of Claim 22 of the Formula: 
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R 1 



H 




Y° 



J 



or a pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 

hydroxyalkyl, amino, aminoalkyl, cyano, O R 6 , NH-R 6 , and S-R 6 , wherein R 6 
is alkyl or haloalkyl; 

B is a C3-C7 cycloalkyl or a C4-C6 saturated heterocyclyl, wherein 

33 

each ring carbon is optionally substituted with R , a ring carbon other than the 

ring carbon at the point of attachment of B to A is optionally substituted with 
oxo provided that no more than one ring carbon is substituted by oxo at the 
same time, ring carbons and a nitrogen adjacent to the carbon atom at the point 

9 13 

of attachment are optionally substituted with R or R , a ring carbon or 

9 

nitrogen adjacent to the R position and two atoms from the point of attachment 

is optionally substituted with R 10 , a ring carbon or nitrogen adjacent to the R 13 

position and two atoms from the point of attachment is optionally substituted 

. _ _ 12 

with R , a ring carbon or nitrogen three atoms from the point of attachment 

and adjacent to the R 10 position is optionally substituted with R 1 \ a ring 

carbon or nitrogen three atoms from the point of attachment and adjacent to the 

12 .. 33 
R position is optionally substituted with R , and a ring carbon or nitrogen 

four atoms from the point of attachment and adjacent to the R and R 

... 34 
positions is optionally substituted with R ; 
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9 11 , 13 

K , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 

10 12 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, 
alkylsulfonamido, amidosulfonyl, arylsulfinyl, aralkyl sulfinyl, 
cycloalkyl sulfinyl, heteroaryl sulfinyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, hydroxyhaloalkyl, 
aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, haloalkyl, 
and cyano; 

33 34 

R and R are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 

alkoxyamino, alkylamino, alkylthio, amidosulfonyl, alkyl, halo, haloalkyl, 

haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, carboxy, 

carboxamido, and cyano; 

33 b 
R is optionally Q ; 

15 7 

A is a bond or (CH(R )) pa -(W )„. wherein rr is 0 or 1 , pa is an 

7 7 7 
integer selected from 0 through 3, and W is (R )NC(0) or N(R ); 

7 . 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15. 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 



alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 , 

W°-(CH(R 42 )) p wherein p is 0 or 1 and W° is selected from the group 

41 

consisting of O, S, and N(R ); 
41 42 

R and R are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
nng to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from the 

12 

carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R*° and is optionally substituted by R 1 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

g 

atoms from the point of attachment of Q to said phenyl or said heteroaryl is 

b s 
substituted by Q , a carbon adjacent to the point of attachment of Q is 

17 

optionally substituted by R , another carbon adjacent to the point of 

s 18 b 

attachment of Q is optionally substituted by R , a carbon adjacent to Q is 

optionally substituted by R 16 , and another carbon adjacent to Q b is optionally 

substituted by R 19 ; 
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R**\ R^> R^, and R^ are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
5 cyano; 

16 19 20 21 25 23 24 

R orR is optionally NR R orandC(NR )NR R , with the 

proviso that R , R^, and are not simultaneously hydrido; 

b 20 21 

Q is selected from the group consisting of NR R , hydrido, and 

25 23 24 20 21 

C(NR )NR R , with the proviso that no more than one of R and R is 

23 

1 0 hydroxy at the same time and with the further proviso that no more than one of R 
24 

and R is hydroxy at the same time; 

20 21 ^23 24 j 25 
R , R , R , R , and R are independently selected from the group 

consisting of hydrido, alkyl, and hydroxy; 



g 

Q is selected from the group consisting of a bond, CH 2 , and 



15 CH 2 CH 2 . 



40. Compound of Claim 39 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, 
2 0 trifluoromethyl, hydroxy, hydroxy methyl, 1-hydroxyethyl, 2-hydroxy ethyl, 1,2- 
dihydroxyethyl, amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, methoxy, 
trifluoromethoxy, N-methylamino, methythio, and trifluoromethylthio; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-3-yl, cyclopentyl, 
2 5 cyclohexyl, norbornyl, 7-oxabicyclo[2.2.1]heptan-2-yl, 

bicyclo[3.1.0]hexan-6-yl, cycloheptyl, 2-morpholinyl, 3-morpholinyl, 
4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 1 -piped dinyl, 2-piperidinyl, 
3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 
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2-dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 4H-4-pyranyI, 4H-pyran-l-one-2-yl, 
4H-pyran-4-one-3-yl, 2-tetrahydrofuranyl, 3-tetrahydrofuranyl, 
2-tetrahydropyranyl, 3-tetrahydropyranyl, 4-tetrahydropyranyl, 
2-tetrahydrothienyl, and 3-tetrahydrothienyl, wherein each ring carbon is 

33 

optionally substituted with R , ring carbons and a nitrogen adjacent to the 

carbon atom at the point of attachment are optionally substituted with R 9 or 

D 13 o 

' a nn S carbon or nitrogen adjacent to the R position and two atoms from 

the point of attachment is optionally substituted with R 10 , and a ring carbon or 

nitrogen adjacent to the R 13 position and two atoms from the point of 

attachment is optionally substituted with R ; 

D 9 11 13 

' ,andR are independently selected from the group consisting 

of hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methyl amino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1 ,2,2-tetrafluoroethoxy, fluoro, 
chJoro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethyIamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R and R 12 are independently selected from the group consisting of 
hydrido, amidino, guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxy carbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl,N-(2-chlorobenzyl)amidocarbonyl, 
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N-(3-nuorobenzyl)amidocarbonyl,N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-pheny]ethy])amidocarbonyl,N-(l-methy]-l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl , N-(2-cbJorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl , N-isopropylami docarbonyl , N-propylami docarbony 1 , 
N-isobutylamidocarbonyl,N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cycIopentylamidocarbonyl , 
N-cyclohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino, 
4-chloro-3-ethylphenyIamino, 3-chlorobenzyloxy, 4-chJorobenzyloxy, 

4- chlorobenzylsulfonyl, 4-chlorophenylamino, 4-chlorophenyIsulfonyl, 

5- chloropyrid-3-yloxy, 2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3 ,4-dimethyl benzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethyl benzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4-fluorobenzyloxy, 
2^fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy,4-fluoro-3-trifluoromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro^l-trifluoromethylphenoxy, 
4-isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl,3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy,4-trifluoromethoxyphenoxy, 
3-trifluoromethylbenzyloxy, 4-trifluoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyloxy,3-trifluoromethylbenzyl, 

3.5- bis-trifluoromethylbenzyloxy,4-trifluoromethylphenoxy, 
3-trifluoromethylphenoxy,3-trifluoromethylthiobenzyloxy, 
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i 



4-trifluoromethylthiobenzyloxy , 23,4-trifluorophenoxy, 23 ,5-trifluorophenoxy , 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3 -trill uoromethy 1 thi ophenoxy ; 
33 . 

R is selected from the group consisting of hydrido, amidino, 

5 guanidino, carboxy, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, N-methylamino, 
dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1^,2-tetrafluoroethoxy, fluoro, 
1 0 chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 

N,N-dimethylamidosulfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-bydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxy carbonyl, ethoxy carbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyl, cyano, 

and Q b ; 

15 A is selected from the group consisting of a bond, NH, N(CH 3 ), 

N(OH), CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(0), C(0)NH, 

C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

R^" and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, 
2 0 methylamino, dimethylamino, cyano, methyl, ethyl, trifluoromethyl, 

pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, hydroxy methyl, 1-hydroxyethyl, 
2-hydroxy ethyl, methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 is Z°-Q; 

25 Z° is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 , 0, 

S, NH, N(CH 3 ), OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 3-pyridyl, 
3 0 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl, 
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3-pyridazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a carbon adjacent to 
the carbon at the point of attachment of said phenyl or heteroaryl ring to Z° is 

9 

optionally substituted by R , the other carbon adjacent to the carbon at the point 

13 9 
of attachment is optionally substituted by R , a carbon adjacent to R and two 

5 atoms from the carbon at the point of attachment is optionally substituted by 

R*^, a carbon adjacent to R^ and two atoms from the carbon at the point of 

12 

attachment is optionally substituted by R , and any carbon adjacent to both 

R 1( ^ and R^ is optionally substituted by R* 

Y° is selected from the group consisting of: 
10 l-Q b -^Q S -2-R 16 -3-R 1? -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 2-Q b -5-Q S -3-R 16 -6-R 18 pyrazine, 
3-Q b -6-Q S -2-R 18 -5-R 18 -^-R 19 pyridazine, 

2- Q b -5-Q S -4-R 17 -6-R 18 pyrimidine, 5<) b -2-Q S -4-R 16 -6-R 19 pyrimidine, 
1 5 3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, 2-Q b -5-Q S -3>R 16 -4-R 1? thiophene, 

3- Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5-Q S -3-R 16 -4-R 17 furan, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R 17 pyrrole, 

4- Q b -2~Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R ^imidazole, 
3-Q b -5-Q S -4-R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 

2 0 2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and 

R 16 , R 17 , R 18 , and R 19 are independently selected from the group 
consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
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guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methyl sulfinyl, ethylsulfinyl, methyl sulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxy methyl, 1-hydroxyethyl, 2-hydroxy ethyl, and cyano; 

16 19 25 23 24 16 

R orR is optionally C(NR )NR R with the proviso that R , 

19 b 

R , and Q are not simultaneously hydrido; 

b 25 23 24 

Q is C(NR )NR R or hydrido, with the proviso that no more than 

23 JT ,24. ^ , 
one of R and R is hydroxy at the same time; 

23 24 25 

R , R , and R are independently selected from the group consisting of 

hydrido, methyl, ethyl, and hydroxy; 

s 

Q is selected from the group consisting of a bond, CH 2 and CH 2 CH 2 . 



41. Compound of Claim 40 or a pharmaceutically acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
hydroxy, hydroxy methyl, amino, aminomethyl, methoxy, trifluoromethoxy, and 
N-methylamino; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yl, 2-(2R)-bicycIo[2.2.1]-heptyl, 

1- pyrrolidinyl, 1-piperidinyl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, 
azetidin-3-yl, 7-oxabicyclo[2.2.1]heptan-2-yl, bicyclo[3.L0]hexan-6-yl, 

2- morpholinyl, 3-morpholinyl, 4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 

1- piperidinyl, 2-piperidinyl, 3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 

2- pyrrolidinyl, 3-pyrrolidinyl, 2-dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 
4H-4-pyranyl, 4H-pyran-4-one-2-yl, 4H-pyran-4~one-3-yl, 2-tetrahydrofuranyl, 

3- tetrahydrofuranyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 

4- tetrahydropyranyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl; 
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A is selected from the group consisting of a bond, CH 2 , NHC(O), 

CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 

and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, 
cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 is Z°-Q; 

Z° is selected from the group consisting of a bond, CH 2 , O, S, NH, 
N(CH 3 ), OCH 2 , and SCH 2 ; 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-benzylphenyl,3-amino-5-(2-phenylethyl)phenyl, 
3-amino-5-benzylaminophenyl,3-amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-amino-5-(2-phenylethoxy)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( 1 -methyl- 1 -phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-ch]orobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cycIohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl,3-amino-5-(4-trifluoromethylbenzylamino)phenyl, 
3-amino-5-(4-trifluoromethylbenzyloxy)phenyl, 3-carboxyphenyl, 



3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxyphenyl, 3 -methoxy phenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methyl phenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3 -trifluoromethyl phenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyI, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 

Y° is selected from the group consisting of: 

1 -Q b -4-Q S -2-R 1 6 -3-R 1 ? -5-R 1 8 -6-R 1 9 benzene, 

2- Q b -5-Q S -6-R 17 .4-R 18 -3-R 19 pyridine, 
3«Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4<R 17 thiophene; 

16 19 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally QNR^NR^R 24 with the proviso that R 16 , 
19 b 

R , and Q are not simultaneously hydrido; 

17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
Q b is QNR^NR^R 24 or hydrido; 

23 24 25 
R , R ,andR are independently hydrido or methyl; 

Q s is CH 2 . 



42. Compound of Claim 39 of the Formula: 
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R 1 



X° 




N 

H H 
J 



Y° 



or a pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 
hydroxyalkyl, amino, and aminoalkyl; 
5 B is a C3-C7 cycloalkyl or a C4-C6 saturated heterocyclyl, wherein 

33 

each ring carbon is optionally substituted with R , a ring carbon other than the 

ring carbon at the point of attachment of B to A is optionally substituted with 
oxo provided that no more than one ring carbon is substituted by oxo at the 
same time, ring carbons and a nitrogen adjacent to the carbon atom at the point 

9 13 

10 of attachment are optionally substituted with R or R , a ring carbon or 

9 

nitrogen adjacent to the R position and two atoms from the point of attachment 

is optionally substituted with R*^, a ring carbon or nitrogen adjacent to the R 

position and two atoms from the point of attachment is optionally substituted 
12 

with R , a ring carbon or nitrogen three atoms from the point of attachment 

15 and adjacent to the R*° position is optionally substituted with R* * , a ring 

carbon or nitrogen three atoms from the point of attachment and adjacent to the 

12 33 
R position is optionally substituted with R , and a ring carbon or nitrogen 

11 33 

four atoms from the point of attachment and adjacent to the R and R 

34 

positions is optionally substituted with R ; 
9 11 13 

20 R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
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alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 

R and R 1 are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
5 alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and cyano; 
33 34 

R andR are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 
1 0 alkoxyamino, alkylamino, alkylthio, amidosulfonyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, and cyano; 

33 b 
R is optionally Q ; 

15 7 

A is a bond or (CH(R )) pa -( W ) n wherein rr is 0 or 1 , pa is an 

7 7 

integer selected from 0 through 3, and W is N(R ); 
7 

15 R i s hydrido or alkyl ; 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
2 0 alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 is Z°-Q; 

Z° is a bond; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
25 adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
nng to Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon at the point of attachment is optionally substituted by R , a carbon 
9 

adjacent to R and two atoms from the carbon at the point of attachment is 
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optionally substituted by R 10 , a carbon adjacent to R 13 and two atoms from the 
carbon at the point of attachment is optionally substituted by R 12 , and any 
carbon adjacent to both R 10 and R 12 is optionally substituted by R U ; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 
of said phenyl or said heteroaryl is substituted by Q S , a carbon two or three 
atoms from the point of attachment of Q S to said phenyl or said heteroaryl is 

substituted by Q b , a carbon adjacent to the point of attachment of Q S is 

17 

optionally substituted by R , another carbon adjacent to the point of 

attachment of Q S is optionally substituted by R 18 , a carbon adjacent to Q b is 

optionally substituted by R 16 , and another carbon adjacent to Q b is optionally 
19 

substituted by R ; 

p 16 17 18 19 

' K ' K ' and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

R 16 or R 19 is optionally NR 2 °R 21 or QNR^NR^R 24 , with the 
proviso that R 16 , R 19 , and Q b are not simultaneously hydrido; 

Q b is selected from the group consisting of NR 2 °R 21 , hydrido, and 

QNR^NR^R 24 ; 

20 21 23 24 25 
R ,R ,R ,R ,andR are independendy hydrido or alkyl; 



Q S isCH 2 . 
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43. Compound of Claim 42 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, chloro, 
trifluoromethyl, hydroxy, hydroxy methyl, amino, and aminomethyl; 
5 B is selected from the group consisting of cyclopropyl, cyclobutyl, 

cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, bicyclo[3.1.0]hexan-6-yl, 

2- morpholinyl, 3-morphoIinyl, 4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 
1-piperidinyl, 2-piperidinyl, 3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 

1 0 2-pyrrolidinyl, 3-pyrrolidinyI, 2-dioxanyl, 2-tetrahydrofuranyl, 

3- tetrahydrofuranyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 

4- tetrahydropyranyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl, wherein each 

33 

ring carbon is optionally substituted with R , ring carbons and a nitrogen 

adjacent to the carbon atom at the point of attachment are optionally substituted 
9 13 o 
15 withR orR , a ring carbon or nitrogen adjacent to the R position and two 

atoms from the point of attachment are optionally substituted with R 10 , and a 

u 13 
ring carbon or nitrogen atom adjacent to the R position and two atoms from 

the point of attachment is optionally substituted with R ; 
D 9 11 13 

K , K , and R are independently selected from the group consisting 
20 of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 
D 10 A \2 . . 
" K andR are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl,N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyI)amidocarbonyl,N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl,N-(l-methyl-l-phenylethyl)amidocarbonyl, 
30 N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
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N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyI, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, methanesulfonamido, methoxy carbonyl, fluoro, 
chloro, bromo, and cyano; 
33 

R is selected from the group consisting of hydrido, amidino, 

guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, carboxy, amino, 
N-methylamino, dimethylamino, methoxyamino, methylthio, ethylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, amidocarbonyl, cyano, 
and Q b ; 

A is selected from the group consisting of a bond, NH, N(CH 3 ), CH 2 , 

CH 3 CH, CH 2 CH 2 , and CH 2 CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, chloro, 
and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 

hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 

trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 
2 

R is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon adjacent to the carbon at the point of attachment of said 

phenyl or heteroaryl ring to the benzene ring is optionally substituted by R 9 , 

the other carbon adjacent to the carbon at the point of attachment is optionally 

, JL 13 9 

substituted by R , a carbon adjacent to R and two atoms from the carbon at 
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the point of attachment is optionally substituted by R 10 , a carbon adjacent to 
13 

R and two atoms from the carbon at the point of attachment is optionally 
substituted by R 12 , and any carbon adjacent to both R 10 and R 12 is optionally 
substituted by R 11 ; 

Y° is selected from the group consisting of: 
l.Q b .4-Q S -2-R 16 3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine,2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine,3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, 
S-Q^-Q^R^^-R^furan^-Q^-Q^S-R 16 ^ 17 ^, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrTole, l-Q^S-Q^-R 16 ^ 1 pyrrole, 

4- Q b -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q S -4-R 17 thiazole; 

16 17 18 19 
K , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, chloro, hydroxymethyl, carboxy, and cyano- 

Q b isNR 20 R 21 orC(NR 25 )NR 23 R 24 ; 
o 20 21 23 24 25 

K , K , R , R , and R are independently selected from the group 
consisting of hydrido, methyl, and ethyl; 
Q S is CH 2 . 



44. Compound of Claim 43 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

J is selected from the group consisting of fluoro, trifluoromethyl, 
hydroxy, hydroxymethyl, amino, and aminomethyl; 
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B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl ; cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3-yl, 
azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, 1-pyrrolidinyl and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH2, CH2CH2 and 
CH2CH2CH25 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R* is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

2 

R is selected from the group consisting of % 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3 - ami no-5-( N-(2-chl orobenzy 1 )ami docarbony 1 )pheny 1 , 
3-anruno-S(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( 1 -phenyl ethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l -methyl- l-phenylethyl)amidocarbonyl)phenyl, 
3-aniino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl , 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3 -carboxy phenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxy phenyl, 3-carboxymethyl-5-aminophenyl, 
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3-carboxymethyl-5-hydroxyphenyl,3~carboxyrnethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylamincphenyl, 

2- fluorophenyl,3-fIuorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxy phenyl, 
5 3-methoxy phenyl, 3-methoxyaminophenyl, 3 -methoxycarbonyl phenyl, 

2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3 -methyl phenyl, 

4- methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl; 
10 Y° is selected from the group consisting of: 

l.QVQ S -2-R 16 .3-R 17 ^R 18 -6-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

16 19 

15 R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

17 18 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
20 Q b is CCNR^NR^R 24 ; 

23 24 25 
R , R , and R are independently hydrido or methyl; 

Q S isCH 2 . 



45. Compound of Claim 44 or a pharmaceutical^ acceptable salt thereof, 
2 5 wherein; 

J is selected from the group consisting of fluoro, hydroxy, 
hydroxymethyl, and amino; 
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B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3-yl, 
azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH 2 , CH 2 CH 2 and 
CH 2 CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R* is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; 

2 

R is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyI)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyI)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5<N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N~propylamidocarbonyl)phenyl, 
3 - ami no-5-(N-i sobu ty 1 ami docarbony 1 )pheny 1 , 
3-amino-5-(N-(2-butyl)arnidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5«(N-cyclopentylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclohexylamidocarbonyl)phenyl,3-aminophenyl, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 
3-trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl; 
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is selected from the group consisting of 5-amidino-2-thienylmethyl, 
4-amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amdinobenzyl. 

46. Compound of Claim 39 where said compound is selected from the group of 
the Formula: 




J 



or a pharmaceutical^ acceptable salt thereof, wherein; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, 
J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, 
J is hydroxy, and R 1 is chloro; 
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R is 5-amino-2-thienyl, B is cyclobutyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is cyclopropyl, A is CH 2 ,Y° is 4-amidinobenzyl, J 

is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2.1]-heptyl, A is a bond, Y° is 

4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R is 3-aminophenyl, B is oxalan-2-yl, A is CH 2 , i is 4-amidinobenzyl, J 

is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is 1-piperidinyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-aminophenyl, B is 1-pyrrolidinyl, A is CH 2 CH 2 CH 2 ,Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y° 

is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

R is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4- 

amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

R is 2-amino-6-carboxy-4-pyridyl, B is cyclobutyl, A is a bond, Y° is 

4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

R is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
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R is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is hydroxy, and is chloro; 

2 0 
R is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y is 4- 

amidinobenzyl, J is hydroxy, and R* is chloro; 

2 0 
5 R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4-amidino-2- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 

2 • • 0 

R is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y is 4-amidino-2- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 

2 0 
R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4- 

10 amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

2 0 
R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4-amidino-3- 

fluorobenzyl, J is hydroxy, and R 1 is chloro; 

2 0 
R is 3,5-diaminophenyl, B is cyclopentyl, A is a bond, Y is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 • 0 
15 R is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y is 4- 

amidinobenzyl, J is hydroxy, and R* is chloro; 

2 0 
R* is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidino-2-fluorobenzyl, J is hydroxy, and R* is chloro; 

2 0 
R is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y is 4- 

2 0 amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

2 0 
R is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is hydroxy, and R^ is hydrido; 

2 0 
R is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidino-3-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

2 0 
25 R is 3-carboxy-5-aminophenyl, B is cyclopentyl, A is a bond, Y is 4- 

amidinobenzyl, J is hydroxy, and R 1 is chloro; 
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R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 

R* is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 

o * i 

bond, Y is 4-arrudino-2-fluorobenzyl, J is hydroxy, and R is chloro; 

2 

5 R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 

bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R* is chloro; 

R^ is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 

10 bond, Y° is 4-amidinobenzyl, J is hydroxy, and R* is hydrido; 
2 

R is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 

bond, Y° is 4-amidino-3-fluorobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R* is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopentyl, A 

is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 

15 R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 

cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R* is 
chloro; 

20 R* is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 

cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R* is 
chloro; 

25 R is 3-amino-5-(N-(2-chlorobenzyl)arnidosulfonyl)phenyl, B is 

cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
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R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)gJienyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyi, i is hydroxy, and R 1 is 
chloro; 

2 

R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl^ B is 
cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R is 3-amino-5-(N-(2-trifluoroniethylbenzyI)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-trifluorornethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is 
chloro; 

2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)araidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is 
chloro; 

2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyU B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)aniidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyl, J is hydroxy, and R 1 is 
chloro; 

2 

R is 3 -ami no-5-(N-(2- trifl uoromethylbenzy 1 )amidocarbony 1 )-pheny I , 
B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is 
chloro; 

2 

R is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, 
J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 
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R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y is 4-amidinobenzyl, J 

is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R 1 is chloro; 
5 R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J 

is fluoro, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3- 

fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, 

10 J is fluoro, and R* is chloro; 

9 o 
R z is 5-amino-2-thienyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R 1 is chJoro; 

R^ is 3-aminophenyl, B is cyclopropyl, A is CH 2 , is 4-amidinobenzyl, J 

is fluoro, and R* is chloro; 
15 R z is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2.1]-heptyl, A is a bond, Y is 

4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y° is 4- 

20 amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is oxalan-2-yl, A is CH 2 , Y° is 4-amidinobenzyl, J 

is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 1-piperidinyl, A is CH 2 CH 2 , IS 4- 

amidinobenzyl, J is fluoro, and R 1 is chloro; 
25 R 2 is 3-aminophenyl, B is 1-pyrrolidinyl, A is CH 2 CH 2 CH 2 , IS 4- 

amidinobenzyl, J is fluoro, and R* is chloro; 
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R z is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y 

is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 

is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R^" is hydrido; 

9 0 

5 R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R* is hydrido; 

9 0 

R^ is 2-amino-6-carboxy-4-pyridyl, B is cyclobutyl, A is a bond, Y is 

4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 

2 0 
R is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y 

10 is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

2 0 
R* is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R^ is chloro; 

9 0 

R is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R* is chloro; 

9 o 
15 R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R^ is chloro; 

2 0 
R* is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y is 4-amidino-2- 

fluorobenzyl, J is fluoro, and R^ is chloro; 

2 0 
R is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4~ 

2 0 amidinobenzyl, J is fluoro, and R* is hydrido; 

2 0 

R* is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y is 4-amidino-3- 

fluorobenzyl, J is fluoro, and R^" is chloro; 

2 0 
R is 3,5-diaminophenyl, B is cyclopentyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R"^ is chloro; 

2 o 
25 R is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R is chloro; 
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is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y is 4- 
amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

9 0 

R^*is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y is 4- 

amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

9 o 
5 R is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y is 4- 

amidinobenzyl, J is fluoro, and R 1 is hydrido; 

9 0 

R z is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y is 4- 
amidino-3-fluorobenzyl, J is fluoro, and R 1 is chloro; 

9 0 

R z is 3-carboxy-5-aminophenyl, B is cyclopentyl, A is a bond, Y is 4- 

10 amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R* is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 
15 R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a t 

bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 
20 bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidino-3-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopentyl, A 
is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
25 R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 

cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
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R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclobutyl, A is a bond, Y° is 4~amidino-2-fluorobenzyl, J is fluoro, and R 1 is 
chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
5 cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is 
chloro; 

R 2 is 3-amino-5-(N'(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
1 0 cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5~(N-(2-chlorobenzyl)aniidosulfonyl)phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyl, J is fluoro, and R 1 is 
chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 
15 cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is 
20 chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is 
2 5 chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 
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R is 3-aniino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B 

is cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyl, J is fluoro, and is 
chloro; 

2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, 

5 B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is 
chloro. 

47. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of Claim 21 and a pharmaceutical ly acceptable carrier. 

10 

48. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of Claim 21 and a pharmaceutically acceptable carrier. 

49. A method for inhibiting thrombotic conditions in blood comprising 

15 adding to blood a therapeutically effective amount of a composition of Claim 
21. 

50. A method for inhibiting formation of blood platelet aggregates in blood 
comprising adding to blood a therapeutically effective amount of a 

20 composition of Claim 21. 

51. A method for inhibiting thrombus formation in blood comprising adding 
to blood a therapeutically effective amount of a composition of Claim 21. 

25 52. A method for treating or preventing venuous thromboembolism and 

pulmonary embolism in a mammal comprising administering to the mammal 
a therapeutically effective amount of a composition of Claim 21. 
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53. A method for treating or preventing deep vein thrombosis in a mammal 
comprising administering to the mammal a therapeutically effective amount 
of a composition of Claim 21. 

54. A method for treating or preventing cardiogenic thromboembolism in a 
mammal comprising administering to the mammal a therapeutically effective 
amount of a composition of Claim 21. 

55. A method for treating or preventing thromboembolic stroke in humans 
and other mammals comprising administering to the mammal a 
therapeutically effective amount of a composition of Claim 21. 

56. A method for treating or preventing thrombosis associated with cancer 
and cancer chemotherapy in humans and other mammals comprising 
administering to the mammal a therapeutically effective amount of a 
composition of Claim 21. 

57. A method for treating or preventing unstable angina in humans and other 
mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of Claim 21. 

58. A method for inhibiting thrombus formation in blood comprising adding 
to blood a therapeutically effective amount of a compound of Claim 21 with a 
therapeutically effective amount of fibrinogen receptor antagonist. 

59. The use of a compound of Claim 21, or a pharmaceutically acceptable salt 
thereof, in the manufacture of medicament for inhibiting thrombus formation, 
treating thrombus formation, or preventing thrombus formation in a mammal. 
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